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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical^ acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R 1 " 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 " 8 represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 " 8 do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R 11 represents alkyl, alkenyl, alkynyl or aralkyl. 
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62. N- {2-^DP-4 - [(6, 7 -i?* h + 4 -^l/U 
->] 7irjH — N ' -yntf;p^i/T, 

7 6. N- { 2 -2UU-4-[ (6, 7-y/h4 1 y-4-+ty , J^) t 
^y]7i-JM — N ' -X^;i^ l/T, 

117. N-{2-^DD-4- [(6, 7 -i?* h + y-4- + t , /'JUW :t 
=f^>] 7x-J^-N' -yWl^l/7, 

119. N — (2-^DD-4- {[6-y<h^>-7-(3 -^EjP^'J 7 
+ y)-4-+t , /'J^] 3r*i/} 7i-Jl/) — N ' -7°n EHV 1/7, 
13 5. N- (2-^OD-4- {[6 -y< h4^>- 7 - (3-t^'Jy77n 
tf^vO - 4 -^yj -;U]^-^->} 7i"W — N ' -yntf^l/T, 

142. N- (2-^DD-4- {[6-^h^->-7 - ( 3 - t? U h ^ 
-» -4- + yjJ^y} 7^x;y) -N' -7° 0^1/^1/7, 

143. N — (2-^OD-4- {[6-*h^>--7- (4 - tf U v 5 ;P * 
-4-^;'J^y} 7HJW — N ' -ynt c J^i/7, 

144. N — (2-7DD-4- {[6-p<h^^-7- 

- 4 -^y 7i-iW — n ' -7°n fcf;u^ i/7, 

145. N-[2-7DD-4-(6-^h + ->-7 - {[2- (1H-1, 2, 
3-hU7 l /-;i/-l-f^) lh + y]-4- + ;UJH t+y)7i^]- 
N ' -yn ti;L^l/7, 

146. N-[2 on- 4 - (7- {[2- ( 1 H - 1 - -f 5 ^/U J10 Xh 
+ y]-6-/h^y-4- + ;UM ^y)7i^]-N' -7*Ofc:;i^l/ 
7, 

148. N — [2-^cm-4 - (6-^h + y-7 - {[2 - (4-;*^;Utf^ 
^>V) Ih + y] -4- + 7U;H 7xx;i/] -N' -7°Ot°j^[/ 
7, 

149. N- (2-7PD-4- {[7 - (2-tFn + yIh + y) - 6 - y< 
h^y-4-^yUi^y) 7x-Jl^) — N ' -7Dt°;^y7, 



WO 00/43366 



PCT/JPOO/00255 



- 16 - 

151. N — (2-^nn-4- {[6-^h + ^-7- (3-WJyyn 

152. N-[2-^nn-4- (6-^h^5/-7- {[3- 

153. N-[2-^OP-4- (6-p<h^->-7- {[3- (1H-1, 2, 
-N* 

157. N — (2-^DD-4-[ (7 - {3-[ (2 - t Hn + yX?JW 
3^10 75/]7"D^y} - 6 -j* N + x- 4 -^7 >j;P) ^->]7i-JW 

159. N- { 2 -?UU-4-[ (6 h3^>- 7 - {[5 - (1H-1, 2, 

3 - h V7V-JI- i — r;u) ^>?-ju]-*3ri/} -4- + yujw ^xpx 

160. N-[2-^nn-4- (7- {[4- (1H- 1 — < 5^7U^) 

+ y]-6-^F^y-4-^yijjH *Mr5» 7x^]-N' -yntf;u^l/ 

162. N — (2-^DD-4- ([6-/h+y-7- (2-WJ7lh 
+ -4-+tyj-J^y} yx.~)l>) — N ' - (2, 4-77MD 
7i-JW ^1/7, 

163. N — (2-7PD-4- {[ 6 h =^ - 7 — (3 - tJ^U / 7°n 
-4- + tyj^]t+y} 7x'jW -N" - (2, 4-^7^ 

□ 7xZJW ^I/T, 

164. N-[2 -70D-4- (6-/h^y-7 - {[3- (4-^^;Utl^ 
^>V) yn^y]-4-+t 1 /U-JH 7x"Jl/]-N' -(2,4 
-y*7M0 7iZJW C7 1/7, 

165. N- (2-^Dn-4-[ (7 - (3-[ ( 2 - h h'O^yl^) 
7$;]7D^+y} -6-/^y-4-+t 1 /'J^l/) ^-^xj^o:- 

;H — N ' - (2, 4-y7MD7xZJ|/) >7l/7, 



WO 00/43366 



PCT/JPOO/00255 



- 17 - 

168. N- (2-^00-4- {[6 hlris- 7 - O-WJ/^O 
-4- + ;UJl/]t^y} 7i-JW -N' - (2, 4->*7MD7 

169. N- (2-^OD-4- {[6 h^>- 7 - (3-k!U^;MK3r 
~» -4-^yj;V]t+y} 7^~)l) -N' - (2, 4-y7MD7i- 

170. N-[2 — ^7 D □ — 4 — (6-^H + v-7- {[2- (1H-1, 2, 3- 
h U TV—)]/- 1 -"OW lh + y]-4- + 7'JJH 7i-^]-N' 
- (2, 4-y*7Mn7i^) C7I/7, 

18 4. N — (2-^7QP-4- {[6-* h^->-7- ( 3 - tf ^ U >V !7° □ # 
185. N — (2-ynD-4- {[6 - ^ h^~>- 7 - (3 -tf^U y/7"D^ 

- 4 -^-^y'u^;i/] ^->} 7ac-;p) -n' -x^;i^i/y, 

1 86. N — (2-^on-4-{[6-^h + ->-7- (4-tfU^;i^ h^~» 
-4-^/'j;H ^+->} 7iZJ0 — N ' -.(2, 4-y7MD7i-^) 
VUT, 

62. N — {2-^PD-4 - [(6, 7 - * h=¥'>- 4 -^V'J ~)V) ^t=¥ 
->] 7iZJH — N ' -7°Dt:J^l/7, 

142. N- (2-^70n-4- {[6 h*is- 7 - ( 3 — tf U 

-» -4-^;'J^]t+y} 7il^) — N ' -7°U\d)VVUT . 

169. N — (2-^nn-4- {[ 6 - p< h^->- 7 - ( 3 - h° U 

~» -4-^/U;i/]t4 1 y} ^o:-;y) -N' - (2, 4-y7^D7iZ 

*mmiz£%<t&wte^cDM¥±t^£n&m£T& z\ &o 
^7c«T;i/77 u±^#M<z)^, ^^fb7j<m^^, m^it, H-ft^st^, 
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*58?ll:«fc*^«itt, ?g^fn#i (MAfcf, 7Kfo#/) ttscim 

£3o 
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X^-A 1 




Hn m 

R6 
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Kckt>TS!iST£5. MXU, 4->7UU*; Vyffimmt. Org. Synth. Col. V 
ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983)££te:W098/47873K:fBiS£ 

>mMfal$. J. Am. Chem. Soc.,_68, 1299 (1946)> J. Am. Chem. Soc, 68, 1305 (19 

46) \z § 2 m s n § «fc -5 & « ffl { z =k o t ^ -r « c £ a* *c * -5 . 

;PAT5 K<hS^S13rT^!/D (fitififtl 3 4 #JK!h (2) 

(1) t&^Tte^m^xx^^^AT'^t: K©*©#ftT*PS^:*«Ji 
XkM^^^-yn^^^^^^tU > £ £#n$rf -5 d fc J; D HIST 3 
We*!- V U >fl§S^WHcM oTLSK L&t^di: o fc. 

4- (75;7xy+y) U ^ttffl^-T S+^V/U > 
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Sui^TfS (I11A). 
tSutfettS (IglB). 

(o=c=n-r") if^^-tt (ig2), mx\t. 7mit±W 

^7A) ©#£Tffl£fc7;i^;Wfc&l (R 10 Hal) £^£-£3 (113) £ £ 

tCctD^ (i) <D4k&%)$:mmT*%z>. 

(ci&S TM&ffc^MJtfiO #£T, aa«K7'^+;Hk)W (R'H a K 

R"Hal) ^fflStSCtCioTfeiATtS (Ig 5 &£Z*7 ). 
R'iS.fc^/SfcttR^TK^JR^T^S^UTSIallfrtt, 1 £*5<r>T 

;UT5> (R"NH 2) R'°R"NH) ££jfcSi2:3 £ gg$gT£<5 CTfM4 
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$ i± £ d t \Z <fc 0 - h □ « AT # -5 . 

'&%tltc.Mmmz. / j);%\<D?5mzm^ V->7t- CO = C = N-R w ) 

5> (R"NH 2 ) 5 ^ ttCi D 7 ^7^^^T^5, 

+/U>»±0 7fi[©*K*0««a6 (PG) £|&5feU 
TAny>|t7MJl/ (R 22 'HaK R 2r tiR J TO3 + yI-r$§tf ©7 

;u*;^^***r) *ftmmkz>z.h\z&K>s &z>w&t )in-)immw (r 22 ' 

OH) £^2n<£>77?£ (M /Lit* ftmKm) f:i^ffl^t5^[;j;t), ^yg 
>gt© 7 {i fc T ;p n * 5>S & #f § rto^^ ^MigT # & „ 

m.Soc.,1945,67,736^ (C bB«ScC7)7j & (Cfi£ o TKaiT £f -5 . 

SMS/ft 1:1^57^3 «TfTBg $ nT -5 J&\ $ S Vi «J.Antibiot.(l 
993),46(1),177, Ann.Phann.Fr.l977,35,503^fCBH«©^ffi^^o TSfjST'^S. 



WO 00/43366 



- 26 - 



PCT/JP00/00255 




WO 00/43366 



PCT/JPOO/00255 



- 27 - 

2 -75 J -^IfilXr^ii^li, J.Med.Chem.l977,20,146#fC:iet!cCD 

xmzm^T&rftvrz2--bn-$:M>mmmmftzi&m mtus. mm%vv 

£ £ £ fCck 0 4 - ^ nn+tyj >m*$#:£gfjgT#.5 0 

£f£J3£i±3ri\ ^§^«h'J^^>miIfft75>^fc(i7M^7 
S> (R 2, NH 2 ) ^fflS^CttCfcO^I^TiB^^^T**. 

&T/\u?>ik7)V*)V (R 22 'Hal, R 22 ' «R 22 ^7;i/3^>ST&3 
7)V*)V&ft&i&T) *ftmi£ik2>Z\£\z&K). (R 
22 OH) Sr^O^ffi »d«fcOfPffl$-&*^i:tJ:D, *± 

*^/u >m(D 6 mzt&fecDmmm&m-tzmmmz. m^nt\^x3 -t 

Fn + ^>X7^fh FK3Mt:£ffllr>, 7*-A4l:f otillrtS. 

*mmz&z>it&mz. ^>¥mz&^Tmmmmm®mm*m-?z> mmu 
mm 4 mm) o 

*2&W\z£Z4[:'&mz. <>tf hDl:^^Tifft«^VEGF (v 

ascular endothelial growth factor) TftJift L <h ^ fc£2 d £ M A P K (mitogen-acti 
vated protein kinase) 0?g&'fb&IB*"£"S (MMUtkW 1 2 #HS) . ifil^l*] 

G F T*9«rr5 <fc££fl:T«E0 '>^±;Pe^*tC«fc tJMAPK^ffi 
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ttftSft, 'J >ift$tlfcMAPKO±#3}JB«)5nS (Abedi,H. and Zachary, I., 
J.BioLChem., 272, 15442-15451(1997)) . MA P KOffi^ttJfoffSfr^fc&ttSjfo 
*rt&«IS©««[^aK«:!S:«S*fi-5 d StlT^S (Merenmies, J. et al., 

Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 
8, 4-25(1997)). T^fgBJKcfc Zfc&m*lbLWm&.mmftm ^WT«5. 

1&<D&&L%£< *§tf"2v>T^5(Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) . f oT, ^fgBJifCcfc -Mfc-^ 

fct, #B9iK:«fcS{b£'4&tt, £#K«:-5Lfc«^ Sittl:#«l:«nTt> 

So 

&%M\z®5--t2>z.t$:^/uT*tez>, mm. mmffi&mmm. #&wmvw^ 

^TS#, BUKfi:-^ Ki&ia:-^) m>T'n^cDi£^Ii&T\ t h&«fcz>*t: hsm 
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znzv&mmmt. m^m^^nxi^mmm, mmm. m&m* mnm. 

T£&S#, &#£J&/£4*J4>0. 5-5 011%, ffSKH 1-2 011% 
i^C«^l:^i;TlSftJg$ns*i, 0. 1-lOOmg/kg, 
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jgjgffijl : 2 -^no- 4 - [(6, 7->7h^y-4-t;'J^) ^->] 7 
-U > 

v^^UTJl^^F (10ml) JC7K*^hU^A (60w%, 0. 72 
g) SriOx. 5 0tT3 0»ftMSill:L, 4-7$/-3-^nn7xy- 
)VMmm. (1. 6 1g) ^MSfStlO^bfc. ^t4-^nn-6, 7 
-y7h + -WJ> (1. OOg) ^tJOA 1 0 OtJT?— SJtSSStc 

9 g, 0 %T|#/ic 

'H-NMR (CDC 1 3 , 4 0 0MHz): 54. 0 5 (s, 3H), 4. 0 5 
(s, 3H), 4. 08 (s, 2H), 6. 44 ( d , J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 
(d, J = 2. 7Hz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H), 8. 

4 8 (d, J = 5. 1Hz, 1H) 

MWi2 : 4- [(6, 7-y7h^y-4-^;'J^) ^'>]-2, 3->>^ 

5^;pt- U > 

(10ml) h U *7A (60w%, 0. 72 

g) SrinA, sortsoMm^cu 4-757-2, 3-^^^;u-7 

:n 7 -;k^g£i& ( 1 . 5 5g) ^iDilSTl 0Mj$Lfc. ^C4-^DD- 
6, 7-y/h + ->+yj> (1. OOg) ^Dil0 0tT-»Lt, S 
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o. 94g, sum 6 5 

'H-NMR (CDC 1,, 4 0 0MHz): 52. 07 (s, 3H), 2. 15 (s, 
3H), 3. 62 (s, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d, J = 8. 5Hz, 1H), 6. 
83 (d, J = 8. 5Hz, 1H), 7. 42 (s, 1H), 7. 64 (s, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

8g%giJ3 : 4- [(6, 7-^h^-4-^'J;P) :t^>1 - 2 , 5-~>*pt 

v^^I^I/zM^K (10ml) \Z?mitj-hW2± (60w%, 0. 36 
g) £#P7L> 5 0*CT3 0$HJR8M£M»;:U 4-757-2, 5->?*^:7 
xy-;P (1. 2 3g) SMSa?10^Lfe. mz4->7UU-6, 7 
-y^h + ^/U> (1. OOg) SMlOO , CT-lftftj$Lfc. SJMfC 
*£2ra*.*nn;*c;UAT*ffiaiLfc|g, ^ o P3^;>A»&fiSftl«KzK*^- h U # A 

£ DDJjx^A/T-fe h> (1/1) Tllt§y'J*mD7h^ 

mmm4 : 3, 5-v^PP-4- [(6. 7-y7h^y-4-^yj^) ^ 

S^^PX^zM^K (10ml) HJtf A (60w%, 0. 36 

g) SrijnA, SOtTSOM^MCL, 4-75Z-2, 6-^DD7 
x/"^ (1. 5 9 g) ZtiUZ-^U-Cl OftMWLfco ^{C4-^PP-6, 7 
-y7h + y+/'J> (1. OOg) SrSD^. 1 0 0 *CT-I&jt# L£ 0 
Tlc^iPA^ PP3^;UAT«&HiLfc^, ^OP^AS^fiSfP^TK^^- h U ^7 A 

^PP*;l/A/Tiz h> (1/1) TJgwrs^u*y;p^nTh^ 
-7 17 — Kick DffiSt, *lgI<7Mt"&#/£ 0 . 35g, i|J?JP2 2 %Tf#7c 0 
'H-NMR (CDC 1,, 400 MH z): 53. 84 (s, 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H), 6. 28 ( cl , J = 5. 4Hz, 1H), 6. 
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74 (s, 2H), 7. 43 (s, 1H), 7. 64 (s, 1 H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

§gjgff!j5 : 4- [(6, h4^>- 4 U ;|/) :^^>] - 2 - ~ hUY 

-U > 

S^^XvI/^+^K (15ml) (37]<^[:±hU^A (60w%, 0. 54 
g) £2jn*_, 7 0°C?3 OfrMmkmi&lZL. 4-7S;-3-zhD7xy- 

(2. 0 7g) ^Mgigtio»Lfc„ ;j:(:4-^DD-6, 
h^->^yu> (i. sog) o ox;~c4mr*m&Lrc. Kmmz7k* 

■fax.? nufc)\sA-cmitilsfc'&, ? u nfr)\/&m$:mn>km.7kmj- h U ^AtKtS 
^no^;i/A/7th> (l/i) tSHt5y'j*yj^n7h^7 7 

^-KJ;D¥jfMU mm<Difr£®)* 0 . 53g, »2 3%Tt#7c 0 

ggjgff)6 : 1- [2 -T$y-4- (^>^;i/^-^'» - 5 h^y7x^] 

-l-x^y > 

l - (4-kKn^y-3-^ h^~>:7 X -;u) - i -x^y > (2 0 g), m 
m*Vy& (1 8. 3g), 3^fc^ h^-n -7"^7>^-7A (4. 45g), 
^>^7'n5H (17. 3ml) £N. N-y^fWA75F (3 0 0m 

i) fc?gfl?L i o ovT'immKmLtc m&rmm^^^L, nzntcmziz 

m&Tmm&m&LT&znfzmz* mmmm (12. 47mi) £g£$? (12 
omi) izmffiL, mi&-v 2mmfcfoLfz a o°cizT7kmkj-h i ) r yA7kmm& 

ia^^mzLTzm, V nnzK;i/Affl/±}U ^ n u^)VAm^mMi- h U ^7 Att 
^L/to ^TtC, MEET^g£^LTt#£>n7c$l££, x^y-;|/ (l l 6 0m 
1), 7K (12 0ml) fC^^HtT^U Ifk7>t^'7A (19. 2g), 

lis doi. 7 g) zmz., m&Mffi& 3mmvTz 0 -tr^-r ^nn 
*;PA/*^y-;u (3/1) t&#u m&Tmm&m&L. nzntzmzz 
7km<ti- h u # &7kmm-c7 )vtt vmzL^ua^juAmtaL, ^na^jiAm 

;i/A/^x^;u (1.0/1) •vmmT&i/VJjtfji'&nT htf^y^-iz^ 0 
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'H-NMR (CDCl 3,4 0 0MHz): 62. 51 (s, 3H),3. 84 (s, 

3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

MMMJ-J 7- (^>^;M-=E-» 4-ykHD-4-^ 

y u /> 

1- [2-757-4- (^>>?;i/^i» - 5 h + ->7i-JW - 1 - 
X^$7/> (24. 95g) ^rh7th'n77> (450ml) ir V 

u^A^h^vH (24. 8 7g) ^m^uu lmmmm^, fs^ifjux 

(3 7. 0 7ml) £fln*.gi&T 2 B^SM^ * (150ml) £Jnx. 1 

?7 j -iz&ommL, mm<D<t&%i& 1 7 . i6g, ^.me 

'H-NMR (DMSO-d,, 4 0 0MHz) : <5 3. 84 (s, 3H),5. 1 
9 (s,2H), 5. 97 (d, J = 7. 1Hz, 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m, 6H), 7. 78 ( d , J = 7 . 3Hz, 1H), 11. 
50-11. 75 (br, 1H) 

mmms : 7- (^O^JU^^-jy) -4-^dp- 6 -7 h4->^7 U > 

7- (^ ^-^~» -6-*H3=->/-l. 4-ytFo-4- + ;uy> 
(17. 16g) iCt+ylft^ (14. 1 9ml) SM, lmf&mffi& im 

A/7-lzh> (10/1) T'Iitl>y'J*'!rJ^DThy'77^-{:J:0^ 
U mm CD itS WZ: 3 . 82g. W 2 1 %T?t#/io 

'H-NMR (CD C 1 j, 4 0 0 MH z ) : <5 4. 06 (s , 3H) ,5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m, 8H), 8. 56 (d, J=4. 9Hz, 1 H) 
gjjjJlg : 4 - {[7 - (^>v;U^'» - 6-^h^y-4-^;U^ ^ 
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->}-2, 5->^^;U7-U> 

v^;px;i,*^> K (2 5ml) \z?mit± h U (60w%, 1. 17 
g) ^iDTL, 6 0"CT3 O^I^IiaCLfc. ^tC4-T57-2 ( 5->>^ 
Wx/-^ (4. OOg) $Mtl£T10^im 7- (^>i/;i/^-^ 
~» -4-^DO-6-^h^y+yiJ> (4. 3 6g) £tJnx.fCo 2 2 Bf MJK 

%tm<Dit^ty)%: 3 . 0 4g, JR$5 2%T^. 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 6 2. 0 5 (s , 3H), 2. 16 
(s, 3H), 3. 58 (s, 2H), 4. 06 (s, 3H), 5. 32 (s, 2H), 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 
1H), 7. 2 8 - 7. 4 2 (m, 3H), 7. 44 (s, 1H), 7. 49-7. 
54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d, J = 5. 1Hz, 1 H) 
nmftffim (ES I -MS, m/z) : 4 0 1 (M*+ 1) 

mmmi o n- (4- {[7- (^ >>>-;[, ^->) -6-^ h^-4-^/u 

t±kl -2, 5-y^;P7i^) — N ' - (2, 4-y7MQ7x 

4- {[7- (^>^;p^-^^) -6-p< h^>-4-^/ u;u] -2, 

5-^^^;UT~'J> (3 0 0mg) ^^DD^A (5ml) fcUgfiPLfc^, 

2, 4-j;7;^D7izMyj/7t-h (200^1) san*. 7o°c(zt 

lM^Lfeo SJ^fflE*, ^nn^A/7th> (7 5/2 5) TSHJTS^ 
U*y;U^n-7h^77-r-lc«t0*|jHL, II©ft^3 6 8mg, i«8 

8 %-cmrco 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 26 (s, 
3H), 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz, 1H), 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m, 3H), 6. 7 
0 (s, 3H), 7. 3 0 - 7. 5 4 (m. 7H), 7. 60 (s, 1H), 8.. 0 
4-8. 12 (m, 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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ggjgffijl 1 : N- (4- {[7- (^>> ? ;i/^-^'» - 6 h*z/-4-*/ 'J 
)V\ *±z^} -2, 5-y^^7x_^) — N ' - (2-^h^y7xZJl/) 

4- {[7 - (^>v;i/^-^5» - 6 h^->-4-^y u;i/j - 2, 

5 -^^^^7" U > (3 0 0mg) l^oo^A (5ml) 
2-^h^y7x-JKV'>7t-h (0. 2 4ml) £jjn^ 70tiITl|| 
KJ&m*:* ^DD^A/7th> (75/25) TJgHST£ v U # 
7-'MDYhi' , 77^-l; ( j:DiSb, il©f^tl^3 6 5mg, iR$8 9% 

'H-NMR (CDC 1 3 , 4 0 0 MH z ) : <5 2. 1 7 (s, 3H), 2. 2 8 (s, 

3H), 3. 83 (s, 3H), 4. 07 (s, 3H), 5. 33 (s, 2H), 6. 

26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H), 7. 5 0 - 7. 5 6 (m, 3H), 7. 61 (s, 1H), 8. 11 

-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 

12 : 4 - {[7 - (j*^J£2k*±kl - 6 - * h4^>- 4-^7 u 

^x} - 2 -^7 □ D7z 'J > 

Z?*?-)V7,)],**rl< H (3. 6ml) (C7K^b±hU^7A (6 0w%, 320 
mg) ^nA, 6 0tT3 0 7>imiI/ai:l,/co ^C4-7$y-3-^OP 

yx.y-jimmm. (7 2 0mg) sflDTLM-ei o*hr#&, 7- (^>^;i/^- 

_4_/ 7nD _ 6 _ P < f^^y ,j ^, (60 omg) £in*Jt. 1 0 5 *C 
T-2 2I^Kffi^SjtStt»c:**3jn^.^npjJx;i/A*fittJLfc^ 7do^m|$ 

£p$3I3I&U SI©fk^^ 5 3 3mg, JK^6 6 %Tf#7c 0 
'H-NMR (CDC 1 3, 400 MHz): 64. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 84 
(d, J = 8. 5Hz, 1H), 6. 93 (dd, 3 = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, 3 = 2. 4Hz, 1H), 7. 2 9 - 7. 4 2 (m, 3H), 
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7. 44 (s, 1H), 7. 4 9 - 7. 5 3 (m, 2H), 7. 55 (s, 1H), 

8. 45 (d, J = 5. 3Hz, 1H) 

IMIifi (ES I-MS, m/z) : 4 9 7 (M*+l) 

mmmi 3 : n- u- {[7- (^>>?;m-^» -6-* h^->-4-^/u 

^->} - 2 -ZUUy -N' - (2, 4-y7MD7i^) 

4- {[7 - (^>i?;i/^v) -6-^ b*is-4-*y u;H ^+->} -2 

-^□n7-'J> (2 6 Omg) £^nn*;i/A (1 0ml) 2, 
4-y7MD7x-Kyy7t-h (19 8mg) *JD^.M*C 2 mM&tft 
L7co Sf5t^^nn^;i/A/7th> (10/1) Tlit^yij^yj^p 
T hsf^yj-lZtkKimmL. mm <D 3 3 7mg, W9 4%TIL 

'H-NMR (CDC 1 3, 4 0 0MHz): 54. 04 (s, 3H), 5. 3 
2 (s, 2H), 6. 49 (d, J = 5. 1Hz, 1 H), 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m, 2H), 7. 2 2 - 7. 2 8 (m, 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H), 7. 96-8. 
04 (m, 1H), 8. 27 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 
5. 4H z , 1 H) 

W^*fi (ES I-MS, m/z) : 5 6 2, 5 6 4 (M'+l) 
Mj&m 1 4 : N — (2-^DD-4 - [(7-kh'n^y-6-/F^y-4-^ 
ZJJJU) *±jy\ yx.~)l} -N' - (2, 4-y7MD7xZJl/) OUT 

N- (4- {[7- (sOi>)lJr*is) -6-7C h^5>-4 + / U;U] ^^-iy} 
-2-^DD7xrW — N ' - (2, 4-i?7WD7x^) k7 (2 1 
5mg) yy?MM75 F (11ml) izMML, (2 
1 5mg) SriD^.. **$!SiTifit 1 Lfc. KjCtttCB^Kx^P (3 

omi) zmz.. h-mmLfc *«£mi±t@5cU no^ti^ 1 7 

4m g, JR$K 9 6 %~C'&fco 

'H-NMR (DMSO-d., 4 0 0 MH z ) : <5 3 . 94 (s, 3H), 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m, 1H), 7. 18 
-7. 36 (m, 3H), 7. 4 4 - 7. 5 2 (m, 2H), 7. 95 (s, 1H), 
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7. 98-8. 13 (m, 1H), 8. 23 (d, J = 9. 5Hz, 1H), 6. 
50 (d, J = 5. 1Hz, 1H), 8. 81. (s, 1H), 9. 31 (s, 1 H) 
IMUri (ESI-MS, m/z): 4 7 2 (M'+l) 

i 5 .- 4 - {\7 - (£Q^£2k3L±id - 6 h^->- 4 -=^y u;ui^- 

dris) -2, 3-z?*?-)VT=.*)> 

i/^^-JlXJl H (6ml) fZzMtffc^MJ^A (60wt%, 0. 32 

g) SIT3 0^H«^U&«, 4-T5/-2, 3-^^7x7 

-;Ki. i og) &Jn*.3fflTi o^ra«#^Ufc. ^fc7- (^>~>mm-^:» 
-4-^pd-6-p< h^>^/u> (i. 2 o g) sjoai i ovn'6mmm 

*lfc38£&, ^oo$W7t h> (6/1) !?mwrz>*/*)tJ>f)V9u'? b 

J -iZ^Vmmis, mm<Dik&y)& 0 . 7 8g, iR$4 9%T#t. 
'H-NMR (DMSO-d,, 4 0 0MHz) 5 1. 87 (s, 3H), 1. 96 
(s, 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d, J = 5. 3Hz, 1H), 6. 54 (d, J=8. 4Hz, 1H), 
6. 69 (d, J=8. 4Hz, 1H), 7. 27-7. 51 (m, 7H), 8. 
31 (d, J = 5 . 3 H z , . 1 H) 

mmm 1 6 : n- (4 - U7- (^>^ju^-^-» - 6 -y h^->- 4-*; 

'J;Ha-=fr->} -2, 3 -y^^? j:~;U) -N' - (2, 4-y7J^P7 

4- {[7- )V***s) -6-* h + y-4- + 7 UJ^+y) -2, 

3 -i?*?-)VT— U >(2 6 0mg)$N, N-y^^*M75 K (5ml) 
tcrg^L/c^, 2, 4-y7MD7x-KVy7t-h (l21mg) 

s*. ^^y— zrau mm(oit^^i^2 1 9mg, jr*6 i%Tt#;t<, 

'H-NMR (DMSO-d., 4 0 0MHz) 61. 99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 - 8. 0 8 (m, 1H), 8. 3 4- 8. 3 6 (m, 2H), 8. 
7 9 (s, 1H) 

mmWl 7:7- (sQi? zs) -4- (3-7;^D-4-^hD7xy 

-6-^h^->^yj> 

^□D^>if> (3ml) £7- (^>v;l/^-=^-» -4-^no-6-/h 
^->^y U > (3 0 Omg), 3 -7)l3ru- 4 -~ hD7x7-JK7 8 5mg) 

A/K^^^o^. l BtPp^it^Lfcc M/«£^nn*;i/ATfflaiU ^nn^;UA 
S £ v ^ ->7A L 7c D MmTf^S £ S£ b T?# £ tifc £SI $ £ , 

^-tJ^/rax^ (i/i) tist5iiyy*7-'Mo7b^77^- 

'H-NMR (DMSO-d ( , 4 0 0MHz) (5 3. 8 3 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d, J = 5. 1Hz, 1H), 7. 2 9 - 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 
S^ffiJl 8:4- (4-75 /- 3 -7 )V3rU7 3L-*is) - 6 - * h^->- 7 

7- (^/x^^/) -4- (3-7Mo-4--h07i; + y) -6 
-y h4^>^/ 'J> (19 0mg) SN, N-y/fWA75 H (5ml), 
hUxfJl/7 5> (1ml) fcigflPU /K^-fb/t^^^A (4 Omg) ^m?L, 

uir,)VK/*5> J-)\> (2 0/1) Tlflt^illyU*WoYh7'77^ 

'H-NMR (DMSO-d, 4 0 0 MH z ) <5 3 . 8 7 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7 - 6. 8 0 (m, 
2H), 6. 9 3 - 6. 9 9 (m, 1H), 7. 19 (s, 1H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H), 10. 03 (s, 1 H) 
mmmi 9 : N- (2, )V^ruy — N ' - {2 -yjl^U- 4 

- [(7-hFa^->-6-^hty-4-^;UJl/) ^->] :7a:~J|/} 

4- (4-7$;-3-7MD7x; + y) — 6— y h + y-7- + y U7 



WO 00/43366 



PCT/JP00/00255 



- 39 - 

—)V (7 Omg) £^PD*;PA (1. 5ml), N, N-y^^WA75 K 
(lml) \zmMVfz'&. 2, 4-y7MD7x-JKV->7t-h (43m 

^£LTf#£n£:8l££, Zuu-fcJlA/ (2 0/1) TJgP^-r^jH 
IyU*Wo7h^77^-t: ( |:0iil > M©fb-&#/£^«ift{3f#fco 
'H-NMR (DMSO-d,, 4 0 0 MH z ) (5 3. 9 4 (s, 3H), 6. 47 
(d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 
34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 
30 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 
(m, 2H), 10. 10 (s , 1 H) 
mmM2 0 : 4-^Pn-6-^h^'>-7-^/'J 7-;^ 

7- (^y^)l^-^-zy) -4-^7PD-6-^ h + y+7U> (1 0 Omg), 
?-*T — V—)V (3 0 0 u 1 ), p<^>y;;U*>m (25// 1 ) & MJ ^Jl^fO;* 

^>x;u*>^ (imi) izmmi<3 oftm&wvm&vito «jEET»n&e£ 

*iMI£®5l3IRU *lk^5 3m g< 7 5 
'H-NMR (DMSO— d 6 , 4 0 0MHz) : 6 3. 9 8 (s, 3H), 7. 3 
3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J = 4. 9Hz, 1H), 
8. 54 (d, J=4. 9Hz, 1H), 10. 37 (br, 1 H) 
My&M2 1 :4-^np-6-^h^>--7 - (2-* h^y-x h^-» ^;'J 
> 

h + y-7- + /iJ7-Jl, (5 Omg), U ^A (4 

Omg), 3^^^h^-n-^;UT> ; E-^A Omg), 2-7'otX^ 
^fjH-fil^ (4 0mg) SN, N-y7fMM75 F (10ml) Jcig 

th'J ^A7K^f$£#n;i^ P P^;UATffi£liL, £ p ptJ^I/AJI £fift^^ h U # 

5uu*$y (6/2/D -eiiti>y'j*y;^D7hy7 7xf-i:j:Dffl 

ML, W^^4 7mg, iK^7 4%Tt#fc 0 
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'H-NMR (CDC U 4 0 0MHz): 53. 4 9 (s, 3H), 3. 88- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2 -4. 3 5 (m, 2H), 
7. 35 Cd, J=4. 9Hz, 1H), 7. 40 (s, 1H), 7. 43 (s, 
1H), 8.5 7 (d, J=4. 9Hz, 1 H) 

mmM22 : 2-^DD-4-{[(6-^ h=^>- 7 - (2-^ h^yiN^y) 
>^5M/X;P*^> F (2ml) ttHtffc^ h U ->A (6 0w%, 1 5 3mg) 

£inx.. 6 0t:T3 0^Migi:U 4-7$y-3-i7on7i;-jH 

iS(3 4 3rag) ^iD^tSTl OftmftLfzo i? * ^-JlXJl** is F (2 
ml) tC7§fi?Lfc4 ~^7PP- 6 F^~>- 7 - + + 

7U> (254mg) £jjn*. 1 1 0 'CT-f&if^ Lfc. S«(C7X^*P^. 2 p n 
^ATJSffi Lfcfg, ? P P^AS^fPj^^s^ h U ^A7j<?«T#fc# U 
3S7M^ F U ^ATrft^Lfco iJETIIi L T# 6 tlfci $ ^ > ^pp 
zfs^A/T-fe h> (7/3) X-mffl-tZ>isV*)'f)y?n-?h?77 4-\Z£.Vm 

'H-NMR (CDC 1 3, 4 0 0MHz) : 6 3. 4 9 (s , 3H), 3. 89 
-3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s, 2H), 4. 33 
-4. 35 (m, 2H), 6. 43 ( d , J = 5. 4Hz, 1H), 6. 85 (d, 
J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 (d, J = 
2. 7Hz, 1H), 7. 41 (s, 1H), 7. 52 (s, 1 H), 8. 47 (d, 
J = 5. 1Hz, 1H) 

MffiJ2 3 : 2 -^DD-4 - [(6. 7 h^->- 4 -^'/'J -JP) ^ 

y] T- U > 

^p<5FMPx;i^^ F (4 0ml) FU^A (6 0w%, 5. 8 0 

g) ^n*.. 6 otf3 o^jfti^^ia^Lfe. -75 / - 3 dd7 

xZ-MI (13. 0 5g) £J0;t^Tl 0#jf£N£, J. Am. Che 
m. S o c . , 6 8 , 1299 (1946), J. Am. Chem. Soc.,_6_ 
_8_> 1 3 0 5 ( 1 9 4 6) ^^{CfSm^n^ckei^tlffl^tCckoT^bfc^ 
Dn + t'/'J >m^W~T:$>Z>, 4-^7PP-6, 7-y7 h + y+ty'J>(8. 
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14g) £in*.7c. 110t:T3 0^Lm S«i0tfc**ftlA^ 
iK¥7 6 %Tf#7c s 

'H-NMR (CDC 1,, 4 0 0MHz) : 5 4. 0 5-4. 0 8 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, J = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, J=2. 7Hz, 1H), 7. 32 (s, 1H), 

7. 52 (s, 1 H), 8. 64 (s, 1H) 

(ESI-MS, ra/z): 3 3 2 (M*+l) 
4 : N-^>v;U-N- (2, 4-y7^tn7xZJl/) T$> 
2, 4-y7MD7-'J>(2. 3 7ml), ^>X7JPrhH (2. 3 6m 
1) &ffiffl?L/fc* (4 6 m 1 ) tZ^V^i/r^A (5. 5 9 g) £'p 

m(omwi&ijax.s sn?4 5»w«i^L^. ^n^Kmte^st^Mj^A (2. 

(30/1) tlffltSy'J^^^OY »C«fc OflfffiU mm^it 

^#f£3. 0 4 g, IK^6 0 %Tf#7c. 

'H-NMR (CDC 1 3, 400 MHz) : 54. 3 4 (s, 2H), 6. 5 6 
-6. 8 2 (m, 3H), 7. 2 5 - 7. 3 8 (m, 5 H) 

mmM2 5 : 4- (^>22k^±>0 -5-^h^y-2-zhD^> 

V'X— h 

HTJKO^fJPA- 1/- h(5 0 g), mWtfJVVA (7 6g) SN, N->?*^ 
JURATS H (2 0 0ml) tc&^U *Yfc^>>f;i/ (33ml) £ 1 0 
(TTlTt, Mt- Uftft^L/fc. 7K^2 OOmlM, g^x^l/Tft&fcttfg, 
* e>^W«l*Btfiafa^ii[7K*liP^.l^iex^;>TiataLfc. fiffiCMt MJ r> 

S JtS^^T'TKttT 5 t SfiOI# & 6 8 gf#fco m^X, MTti^ll 0 
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0m 1 &£ZSffim2 0 0ml ZMtl. 8 jjc&ira;S.;fc. ^fctlfcHft: 
^9 3 %o 

'H-NMR (CDCh, 4 0 0MHz): 3. 90 (s, 3H), 3. 98 (s, 3 
H), 5. 21 (s, 2H), 7. 08 (s, 1H), 7. 31-7. 45 (m, 5 
H), 7. 5 1 ( s , 1 H) 

mmM2 6 : 7- (^>'>";i/^^'» -6-^h^r->-3, 4-y'bh'Q-4- 

x- h (i5. o g ) (200ml) izmmwi, m mm) (13. 2 g ) 

1 0 %7$<mti- b U ^A7K^^^in^^L7^o $ ^tc^7 DO^Ai?}* 

asu 7KT^#Lfc^. wmtg^^h ^a«l, &\z, mmtt&zm 
^MEET-vmm^^L. n^ntcm^M^yy'x^mL. 2-7 
5/ -4- (^>>>';p^-^^) - 5 -j* h^->^>v"x- h^ia^M^ 9 . 5 

gf#7c 0 JR^7 0 % 0 

n^tltc^^-)V 2-T5/-4- (^>>>Vl/^-^^) -5-/h + y^>7 
X- h (6 5 Omg) £N, N-y^fJ^A7 5 K (1 5ml), 
(3ml) K?&#PU *M7$H (0. 46ml), th'J^A^h + yH (3 
7 3mg) 10 0Jt£T#rSU — M^Lfeo ^ST^I^K^ 1 

OmlJn^.7to 1 M^^7KT>K^^^4 J fPT^<tlll^^JfmL7cc H^^^ffXL, 
7j<, I-f;V«il$^>7"«b, mm<Dit&W& 5 6 6mg|it 0 iR 
^8 7 % 0 

'H-NMR (DMSO-d s 4 0 0 MH z):3. 88 (s, 3H), 5. 25 (s, 
2H), 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1 H), 12. 06 (br, 1 H) 
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mmM2 7 : 7- (^>>»;kfr^» -4-^DO-6-j* h^^'/ij > 

> (4 0 0mg), v ? -ryynif;i,x^;UT5> (0. 3m 1) fc^>-^tu> 

(515ml) 2 O^MUfc. MLfciftafltfe, 1 0 %7kMikj- h U 

!OfMS;4 2 0mgtlfc o W9 9% 0 

'H-NMR (CDCh, 4 0 0MHz) : 4. 08 (s, 3H), 5. 34 (s, 2 
H), 7. 35-7. 51 (m, 7H), 8. 86 (s, 1 H) 

mmm_2_8_LjL±Jk 5- (^>v;k3-^>) -4-* h^-->-2-- sa^> 

v"x- h 

mm(D*^)l 3-tHO + y-4-^h^y^>yi-h(10g), £ftgft 
U^A (2 3g) £N, N-y/fMM7=F (5 0ml) tC?g$pU Hfb 
^>^JU (6. 5ml) £ 1 O^/WrMTU ^T-f&jf#L/to 7}<£2 0 

4gf#7to f^T, f#bn/tlll#:7 . Og&77X3CAtl> 7k#?TTH^ 1 0 
Om 1 2 0 0ml SrJjn*., 8 B#M»#&fc7K£;bn*.7fc. f#Sn&H# 

9 6 % 0 

'H-NMR (CDCh, 4 0 0MHz): 3. 8 9 (s , 3H). 3. 9 6 (s, 3 
H), 5. 21 (s, 2H), 7. 15 (s, 1H), 7. 3 4 - 7. 4 5 (m, 6 
H) 

gjgff] 2 9 : 6 - (^>>?;i/3hfr-» - 7 h=fr*>- 3, 4-yhH'D-4- 

x— h (is. 8 g ) (200ml) \zmm'&. 9k mm) (13. 9 g ) 
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57-5- (^>v;i/^-^-» - 4 -7 h + ~>^>v*x- h©*lff»^ 1 o. 
4 gf#/to iR^7 3 % 0 

n^ftfc^^Jl 2-757-5 - C'S^^JM-^S/) -4-7h^X>y* 
X— h ( 5 . 0 g) £N, N-y7^*M7 5 K (15 0ml), 7— ;[/ 
(30ml) KigflPL, *M75 H (3. 5ml), th'J^A^h + ->K (2. 
8g) %m*.. 10 0^T#iSL -l!feJft#Lfc. ^£T7££PibJ<£ 1 0m 

x-^;i/T#fc#«£#>7°Ti|&*gU ;M<7Mb£-#j£ 3 . 7 g?#fc 0 iK¥7 6 

Q7 
70 o 

'H-NMR (DMSO-d s , 4 0 0MHz): 3. 92 (s, 3H), 5. 21 (s, 
2H), 7. 16 (s, 1H), 7. 3 3 - 7. 4 9 (m, 5H), 7. 55 (s, 
1H), 7. 99 (s, 1H), 12. 06 (br, 1 H) 

8^jgff!)3 0 : 6- (^>z/)l?FJry) - 4 -^7 DP- 7 -7 h4-^^^--7U > 

6- (^>>?;U^-^-» -7-^h + y-3, 4-yt Fn-4-+f7U / 
> (3. 5g), y-fV7*DfJH^7 5> (11. 5 m 1 ) lz** i^mt U > 
(3. 1ml) SrflDTL, 2 0 ^HHMoft Lfc ^fC?££P^ 1 0 %7^m.it-T h U 

m(Dit^m&2. 9g#fc„ )K$7 2%„ 

'H-NMR (CDCh, 4 0 0MHz) : 4. 07 (s, 3H), 5. 32 (s, 2 
H), 7. 3 5 - 7. 5 3 (m, 7H), 8. 86 (s, 1 H) 
mmM3 1 : 4- {[7 - (j^2AA±kl -6-7 h^ y -4-^7Uz;i/] 
^-^^} -2-7DDTX'J> 
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7 - )Vttis) -4-2UU- 6 h*ris*±VV > (3 0. 0 g) 

trh^^J^-^i^D'Jh* (13. 9g) £T-feh> (4 0 0ml) 
{3jg3?L^TJf#L7c 0 d<Z)?g^{C2 0%7jc^ft:^-hU^A7K?g^(6 4m 1 ) 
MLfe4-75y-3-^PD7xy-;i/Mt (3 6. Og) £«]L7c 
t£> 3Bfr^*0fAM»StL7t o ^££T^£|]U ^DOT^;i/A, ■fc^l&Xtz.'feZ uu 

'H-NMR (DMSO-de, 4 0 0MHz) : 53. 96 (s, 3H), 5. 
34 (s, 2H), 6. 86 ( d , J = 8. 8Hz, 1H), 7. 00 (dd, J 
= 2. 7Hz, 8. 8Hz, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
3 5 - 7. 5 4 (m, 7H), 8. 5 3 (s, 1 H) 

$giiftJ3 2 : N — (4- {[7- (^>>WaM^» -6-* h=^>-4-^y J 
U^ikj 3- 3^} - 2-^an7i^) — N ' -ynfcf;i/^i^7 

4- {[7- (^>>?;P^x) -6-^h*«>-4-WJ^] 
-2-^DD7-'J> (12. 2g) £fc#^nD3fc;UAfc:ig»Ljfc&, h'jl 
9- JUT 5. > (8. 4ml) £8siDL^ifiTflK#L7t. #C£*Szk£7 □ Dtf^l/A (1 
2ml) i:h'J*7;y> (4. 5g) L^M+tjilTLfc, SfiT2 0 

ft9LW\stt&. n-7"at>7 5> (4. 9ml) ^JnAfe. SlT$6l:ifif 
ra^-T § <h &B#a*#r it! L/ro £ <Z>B#£itJ& L/^on *;i/AWt5 £ 

'H-NMR (DMSO-d«, 4 0 0 MHz) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 4 - 1. 5 0 (m, 2H), 3. 0 6 - 3. 0 9 (m, '2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H), 
7. 23 (dd, J = 2. 7 Hz, 9. 0Hz, 1H), 7. 37-7. 57 (m, 
9H), 8. 20 (d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 
MMM 3 3 : N — {2 - 9 uu- a- [(7-hKn^>-6-^h^>-4-=^ 
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N- (4- {[7- {1>*?)V***s) -6-^S + ->-4-^/ I J^] * 
+ 5>} -2-^PPyx~;P) -N' -ZfU)d)l>WT (42. 2 g) &h'j7 
;i/*Piti6 (2 0 0ml) £*APLfc«, ^>x;P*>gE (ii. imi) § 
SSftlL 1 0 0 o CT4B#r B m^Ufco SfiSTMU h >J 7^tn@|i$Mff§^ L 

it. s^fci^ii^oo^A, jis&mz.. i o %7^m.it-r h u 

ttSrzk, x-5 i ;POJ©TiJfej*UJI^#>^ , 7?«JBETiej»-rs<»:aaj!l 

'H-NMR (DMSO-d., 400 MHz): 50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d 
d, 3 = 2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J=2. 7H 
z, 8. 8Hz, 1H), 8. 19 (s, 1 H) 
gljSflJ 3 4 : 6 , 7-y7h^y-4-^f7D> 

2-7S/-3, + (2 0. Og, 94. 8mm 

0 1) IC*M75F (15 0ml) ^MT, 8. 5 B$P^ 1 6 0 r fdinf&Lfc. 
KJEaJtSiftailfe, SiflU t#bnAc»^7j< (100mlx2@) TiSfc^Lfc. 
^UfcttJSSrirtmTffijftUTBWttS: 17. 85g, W91. 5 
'H-NMR (DMSO-d fi , 4 0 0MHz) : 5 4. 01 (s, 3H), 4. 0 
2(s, 3H), 7. 14(s, 1H), 7.34(s , 1H), 7. 61 (s, 

1 H), 7. 9 7 (s, 1 H) 

gjififfij3 5 : 4-^7PP-6, L±jl±±VU> 

6, 7-y/h + y-4-^ , /P> (5 0. lg, 0. 2 4mol)fC7JP 
aN^> (2 5 0ml) &&Zf*Jrz/mtV > (2 5 0ml=412. 5 g, 2. 
6 9mo 1 ) &MT1 2 OttlPtfWlfco £i&£T?fcSP^ MJ£Ti®f!J 
<D**ris&fc , J >£S£U J8atS** ( 1 0 0 0ml) !:tt€^OD*J[/A ( 1 
0 0 0ml) &m^fco 2 0 %7i<mt± h U ^AT7K/itf)pH£ 6. 5 tdpfiU 
WJ8Jl<h7j<ji£#a£L}t. #fl£L;tW$iJI2:7jc ( 1 0 0 0ml X60) TSfc# L 
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7 0ml) ^iDAMl« -5t — lOtST^U ttjfi • JK»LT@W«I 
$38. 5g, JR*7 1. 4%T?#7c 0 

'H-NMR (DMSO-d,, 4 0 0MHz) : 54. 09 (s, 3H), 4. 0 
9 (s, 3H), 7. 1 4 (s, 1H), 7.34(s , 1H), 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

W&M 36 : 4-^DD-6, 1 -V* > 

6, h + '>-4-*t!/D> (10. Og. 48. 5mmo 1) Ch 

;i/X> (10 0ml) *«k^^i/JfifbU > (7. 4g, 48. 6 mm o 1 ) £ 
MT12 0°CT6. 5Pf»U^ ISJW^ HL, b)UJL>(l 
0 0ml, 50ml) T'^L-T, te*U iWtf^ 11. 5g, 9 1 %T 

$gjfi0?13 7:4- (4' -T$y-3' -^DP) -7x;^y-6, 7 - y ;* 

4-75;-3-^PD7i/ -;pifiK*g (14. 6 g , 8 1 mm o 1 ) 
Kftth'J^A (8. 5g. 0. 2 1mol) M^* (9 0ml) &Mi§» 
4 - ^ DP - 6, 7 - v* h^^^/.j > (i 2 g, 53mmol) 43 
iW^;HfJ^h> (2 2 5ml) SrijpAT. 2 PfF^Msft L7c. 
5 0 < ClC?fc23J!£, (5 0 0ml) (5 0 0ml) £flnAT 

A (2 5 0ml) &Mz-> 1 07>F«bfcE f#e>n£W*8SS£fc& 
JE»figL, SSESrfcfc. SattC^^y— ;i/ (5 0ml) £ft]*.3 0#Mffi#Lfc 

®i3 • ftjSlTIW** 1 5. 6g, «8 5%Tf#/i 0 
'H-NMR (DMSO-d «, 4 0 0MHz) : (5 3. 9 5 (s, 3H), 3. 9 
7 (s, 3H), 5. 33 (s, 2H), 6. 85 (d, J = 8. 8Hz, 1H), 
6. 98 (dd, J = 2. 8Hz, J = 8. 8Hz, 1H), 7. 20 (d, J 
= 2. 8Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 8. 53 (s, 
1 H) 

Mj£ffJ3S : 4- (4' -TSy-3' -7 ±js- 6 , 7-^ 
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4-7$;-3-^n07x/-M^ (1. 3g, 7. 2mmo 1 ) \Z2 
0 %7kMfcj- h VVAfrmm (3. 5ml) 35cfctf7fc (2ml) *JnA»»Sl*-, 
4_/70D-6, 7-y^h + y+tyj> (0. 8g, 3. 6mraol)^D 
□ *;PA (6m 1 ) te&tfT- h^y^Jl/Ty^-iy&yn^ H (0. 58g, 1. 
8mmol) £}JD7LT, 2&#Wjt«ELfc. SJfctt£?frSI», ^noMA (10 
ml) (10ml) £tJD7LT 1 0$HHHi#Lfc«, 

Lfc 0 #&Lfc7fcS£H£^nnzN;UA (10ml) <&iJPA, 1 O^WJti^Ufc 

#&L/t. »sn^w«**«jEE«igL, mm&'&tz. mit\z*& (2 
mi) 3 oftmmftL tzm. mm-^rnvx^m^i. og, «83 

HMffJl : N — (2, 4-^7;^n^>y;U) — N ' - (4- [(6, 7 - y p< 

4- [(6, 7-y/h + y-4- + yj;W -2-7Mn7-'J> 
( 1 0 Omg) £ h;i/X> (5. 0ml), h "JlW5> (1. 0ml) tin 
y^DD/^> (1, 0ml) fcjgfi? Lfc h U ^X^r > (103 
mg) &iBJAT3^|BIftI*ftaaELfe. ^»C2, 4-y7MD^>yjl,7$>(5 

4mg) &mxx. z <biz5mmtommffiLfco Kj^m\zmmmm7Km± h u ^ 

AtK^SS^SDx., ^ anzf^ATffifiiU ^ nn^AJf £**7KJM^ h U #A 
TftjftLfe. «JET®IS£®2&LT&5ft;fc8l££, ^ □ n^^A/T-fe h>(2 
/l) fSlt 5 •> 'J * 07 h ^7 7 ^ - I: J; 0 ffifi L. 3aB©fc£4&£ 
123mg, 1K^8 0 %Tf#7c. 

'H-NMR (CDC 1 ,, 4 0 0 MHz) : 54. 02 (s, 3H), 4. 03 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H), 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 9 9 (m, 4H), 
7. 03-7. 14 (m, 1 H), 7. 3 5 - 7. 4 4 (m, 2H), 7. 50 (s. 
1H), 8. 16 (t. J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 
1 H) 

3tfi##HI (FD-MS, m/ z ) : 4 8 3 (M0 
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mmm2 : N- {4 - [(6, 7 b*r->- 4 U;P) *±2} -2-7 

MD7xz;H -n' - (2-7 )\,-*ujL=f-M ^VT 

4- 1(6, h^->-4- + y U;i/) ^->] -2-7;i/tD7^'J> 

(lOOmg) 5MH> (lOral), hUx^75> (0. 5ml) iZfium 
mMLfz'&, y^no^> (l. oml) izmm^Tz h U *7^> (4 7mg) 
^iP^.T5^r^*0^jl^b^ o ^Cfii2-7MDI5 1 Jl/75> (4 2mg) 

»JETiSttG«:S£LT#Sftifc8£&, 7 □ o Jj^kk/Ti: h > (2/1) 
MTS^U*y;P^D-7h^7 7>r-tJ:0*IS8L, m&<Dit&W}* 9 3mg, 
i»7 2 %T?#fc. 

'H-NMR (DMSO-d,, 40 0MHz) : 63. 40 (m, 1 H), 3. 4 
7 (m.lH). 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J 
= 4. 9Hz, 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d, 
J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28 
(dd. J = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 
49 (s, 1H), 8. 21 (m, 1H), 8. 47 (br, 1H), 8. 48 (d, 
J = 5 . 4Hz, 1 H) 

MS^tJfffl (ES I — MS, m/z):404 (M*+ 1 ) 

HMffJ3 : N- {4- [(6, 7-y7h^->-4-^7'J^) j^vj - 2- 
2ik±P2-E^ijd -N' - »7l/7 

4- [(6, 7-y7h + y-4- + yj^) t+y] — 2 — 7Mo7- U > 
( 1 0 Omg) £ H;i/X> (5ml), h ijx^JP7 5> (1ml) K*#bJfcg&, 

y/7np^^>i:i»bfch'j*xy> (i04mg) ZMpltv y^yVTs* 

t°U> ? > (40M) ^iPA, MiSSl£S:2 WILfe. KJfc»E»::ISfn0*B&7K3!i± 
h U ^ATKiStffc (1ml), 7DO^A (2ml) £2jQ*.y-f V»^±£&j#U 

//^y-;K8/l) TIPft^y'J^yj^nT h^:7.f — fcctOUMSU 
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'H-NMR (CDC U 4 0 0MHz): 64. 07 (s, 3H) ,4. 09 (s, 
3H), 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0 - 6. 5 0 (br, 1 
H), 6. 61 (d, J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d, J = 7. 8Hz, 1 H), 7. 
56 (s, 1H), 7. 6 8 - 7. 7 8 (m, 2H), 7. 75 (s, 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d, J = 6. 1Hz, 1H), 8. 55 
(d, J=4. 1Hz, 1H) 
fi^tiTi (FD-MS, m/z):4 4 8 (M') 
mMM4 : N-7V)l>-N' - {4- [(6, 7 it* b ± k ZiZ ± ^ L? 2kj ^ 

^->] - 2 -^;p^-d-7x-;u} ^7^7 

4- [(6, 7-*J* h + y-4- + ;'JJW sMrv-] -2-^;^DT-'J> 
(1 0 Omg) £ h;i/X> (5ml), b UxfJl/J5> (1ml) 
^DD/^>l:»iUfc h »Jsfc^y> (10 4mg) £JnA., mMMlM&5ft 
mVfco *t7'J;P75> (2 2mg) £}J07tT, $ei:MM^4^lfc. 
K^ifctcffifniBBfcTfc*:*- h U^A7K*«t (lm 1 ), ^noMA (2ml) 
x.HV^±OTb, ^□D*;kkTJfifflL£:. «flET»«ESrS*LTt#en 
£g|£<£, ^ DP^;i/A/7iZ h> (2/1) TIffit5'>'J*y;^D7h^ 

'H-NMR (CDC 1 3) 4 0 OMHz) : 63. 91-3. 96 (m, 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m, 1H), 5. 5 8 - 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1 H), 7. 66 (s, 
1H), 8. 2 6 - 8. 3 3 (m, 1H), 8. 47 (d, J = 5. 9Hz, 1 H) 

nm^mm (fd-ms, m/z) : 3 9 7 cm*) 

mmffl5 : N- (4-f (6, 7 - j?* h^->-4-^y UJl/) ^-^->1-2 --7 
4-[ (6, 7-^^h + ^-4- + yij;W ^y]-2-7MD7-'J> 
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( 1 0 Omg) £ h)VJL> (10ml), h Uxfjl/7S> (2ml) IzmffiLfz 
y^DD^^>[;i§iL/;hij*xy> (104mg) $iD^T5^M 
SSfELfeo ^{d7°nif;i,y5> (2 9mg) S^OtL. 4 0 #P^MM»ft Lfc. ^ 

Jft^fct§fn^7j<*7- h u >7A7K?gft££tJD*., g^mx^;i/TttttSLfc^, B£ggx 

^nn*;U A/* do/D TMT^MS'U^y^nv 

«^©fc-&#j£8 9mg, ^7 1%Tf#/i. 
l H-NMR (CDC 1 3, 400 MH z ) : 5 0. 97 (t, J = 7. 6 Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H), 4. 06 (s, 3H), 5. 11 (t, J = 5. 4Hz, 1H), 
6. 51 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 7 6 (m, 1H), 6. 
91-6. 99 (m, 2H), 7. 48 (s, 1H), 7. 52 (s, 1H), 8. 
18-8. 23 (m, 1H), 8. 49 (d, J = 5. 6Hz, 1 H) 

IIMM (FD-MS, m/ z ) : 3 9 9 (M*) 
H»J6 : N — { 4 — [ ( 6 , ^S^] -2-7 

MD7i-iH — N ' - (4 -7;i/^-D^^;i/) ry\y T 

4- [(6, 7-y^h + y-4- + /UJl/) - 2-7MD7-'J> 

( 1 0 Omg) £ h;i/X> (6ml), h 'JiW5> ( 1 . 0ml) tCtJnfAfg 
mVtz'ik, y^OD^^Xl. 0ml) JCfg$?L/c h U*7^> (1 0 4mg) 

£ in at 5 ^p^nMM^ Lfc. ^fz 

4-7M07*W5>MS (5 5mg) ^JaAT, $ £> (d 2 fl#P B 1MMtf?t 

L7co ^^^(cgafn^^7K^^ h u r 7A7K?t^^JnA, 7nn*;UATJfitBU 
7no^;i/AS^^7K5Jf£^7- h U OA«LL Ml£T^£^5feLTf#£>n 
fcgt££> ^DD*W7th> (2X1) T«t§yU*WP-7h^ 

OfitSSU gl(DCM8 0mg, iR^5 5%Tt#7c 0 
'H-NMR (CDC 1 3) 4 0 0MHz) : 5 1. 6 6 - 1. 8 7 (m, 4H), 

3. 3 3 - 3. 4 0 (m, 2H), 4. 04 (s, 3H), 4. 05 (s, 3H), 

4. 44 (t, J = 5. 6Hz, 1H), 4. 56 (t, J = 5. 7Hz, 1H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 02 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 8. 
15 (t, J=8. 9Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
liMi (FD-MS, m/z) : 43 1 (MO 

mmM7 : N- {4- [(6, h^->- 4 U;|/) -2-7 

MD7i-iH -N' - (2-y°pe-;u) 

4- [(6, 7->?* h*~>-4-*S U;U) - 2-7MD7-U > 

(1 50mg) £ 7 □ n (10ml), h U 5 > (2ml) 

U ^^nn^^>tC*«PLfchU*^y> (156mg) SJPATlO^WJn 
^MoftL^c ^l:7°P/^=T;i/7 5> (5 3mg) £in*.T, $ 6> »C 3 o ttmiiu 

^^ntSSS, 7 uwfc)Vl±/T-k h> (2/1) TiritSy'J^WD 
T h^7^-(Zj;D*it®!U aiOft^«*16 4mg, 1R$S8 7%Tf#ifc. 
'H-NMR (DMSO-d,, 40 0 MH z) (52. 49-2. 51 (m, 1H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1H), 6. 
8 9 - 6. 9 2 (m, 1H), 7. 0 4- 7. 0 6 (m, 1H), 7. 26-7. 
29 (m, 1H), 7. 39 (s, 1H), 7. 49 (s, 1H), 8. 16-8. 
2 0 (m, 1H), 8. 4 6 - 8. 4 9 (m, 2 H) 

mmmS : N— (4- [(6, 7-y^ht->-4-ty'J^) £jr>0 -2-7 
MD7xrJW — N ' -X^;P7l^7 

4- [(6, 7-f/^ h + y-4- + 7'j;i/) ^S'] -2-7^P7-U> 
( 1 0 Omg) & h;l/X> (8m 1 ), h'JlW5> (1. OmlMcMfg 
MlsTcm, h;i/X> (1. Ornl) tC»ffi!Lfc h U3tc^y> (4 7mg) £ia*. 
T5^MiP*ftiBfllEL^. ^I:i£g8i^7 5> (6 Omg) ^UplX. §bl:5 

Tf#£*l£:^££, ^DD^A/7th> (2/1) Irlit^y'J*^^ 
'H-NMR (CDC 1 3, 4 0 0 MH z ) : 6 1 . 2 1 ( t, 1 = 7. 3 Hz, 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br, 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd, 
3 = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (m, 1H), 7. 26 (b 
r, 1H), 7. 54 (s, 1H), 7. 62 (s, 1H), 8. 28 (t, J = 9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
Kfi##fM (E S I -MS, m/z ) : 3 8 6 (M'+ 1 ) 

H»!J9 : N-7/5^-N' - (4- C(6, h^y-4-^/'JJ^) * 

4- [(6, 7-y/^y-4- + ;'JJW - 2-7J^D7-U> 

(lOOmg) *HH> (8ral), MJX^7S> (1. Oml) dPlil 
m\s1t&. bJVJi> (1. Oml) £»#LfcMJ**y> (4 7mg) 
T5»IWJD«ijlSlELfc. Jfct^7S> (8 0mg) £#n;LT, SSCSI^M 

£n£:8l££, ^nozN;i/A/T-fe h> (2/1) TIit5yU*yj^n7 
h y , 7 7-r-CJ: OflL, tlOft^^l 1 7mg, iK^8 1%Tf#feo 
'H-NMR (CDC lj, 40 0MHz) : 6 0. 9 4 ( t, J = 7. 3Hz, 3 
H), 1. 40 (m,2H), 1. 55 (m,2H), 3. 29 (dd, 3 = 7. 1 
Hz, J = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88 (d 
d, 3 = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. 0Hz, 
1H), 7. 33 (s, 1H), 7. 55 (s, 1 H), 7. 65 (s, 1 H), 8. 
30 (t, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
Ri»*T« (ESI-MS, m/z):414 (M'+l) 

^SSffJlO : N— (sec--7^;i/) -N' - { 4 -f (6, 7->^h^>-4- 

4-[ (6, 7-^h*y-4- + >'iJJW t^>]-2-7^D7-'J> 
(lOOmg), ^^un-^JlA (5ml), hUX^75> (1ml) izBM 
Lfz'&, y^DD^^>t;i^?bfchU*7y> (10 4mg) ZJjutiT 5 
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finmmffii>fzo sec -^7s> (48^ i ) i o ^miumm. 

2) TMit§yU^Wo-7h^77^-Cj:i9ttl!!l, mM<D{t&<®}& 1 
17mg, iRag8 9 %Tf#7c 0 

'H-NMR (CDC lj, 4 0 0 MH z ) : 5 0. 95 (t, J = 7. 6 Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H), 1. 4 7 - 1. 5 5 (m, 2H), 
3. 7 9 - 3. 8 9 (m, 1H), 4. 04 (s, 6H), 5. 28 (d, J = 8. 
1Hz, 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 8 9 - 6. 9 8 (m, 
2H), 7. 08 (d, J=2. 7Hz, 1H), 7. 42 (s, 1H), 7. 51 

(s, 1H), 8. 2 0 - 8. 2 4 (m, J = 9. 0Hz, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

nWMfxm. (E S I -MS, m/z ) : 4 1 4 (M* + 1 ) 

mmmi 1 n- u-r (6, 7-s?^ ^~>i-2- 

7Mn7i-JH — N ' --f V7'fJ^l/7 

4-[ (6, 7-y^h + y-4- + /UJl/) t+y]- 2 - 7MD7^U > 
(1 0 Omg) *7DD^A (5ml), h 'JlW5> (1ml) izmML 
tz'ik, y^no^^>t:ifgtf c hij^y> (104mg) fcin^T 5 SHWiJII 

«tit«ELfc. ^tc-r y7*ws> (son) ££qa, i o^raunJtt3»5KUfc. 

SM^:^OO^A/7th> (4/1) tI^t5yU*^7DTh^7 

'H-NMR (CDCl 3 ,400 MHz):<50. 94 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1 H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m, 2H), 7. 1 
8 (s, 1H), 7. 41 (s, 1H), 7. 50 (s, 1H), 8. 18-8. 2 
3 (m, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
SIMi (E S I -MS, m/z) : 414 (M*+ 1 ) 

mmm 1 2 n- u -r (6, 1 - v* y^^-a ujiq ^-^~>i- 2 - 

7 )l-*u? — N ' - (1, 2 -v^^uya b°;U) fruy 
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4-[ (6, 7-y^^y-4- + /'JjW t*'>]-2-7MD7Z'J> 
( 1 0 Omg), do*M (5ml), h iJxfJi/7S > (1ml) IzjgM 
Vfz'&, ¥>7nn*J?>lzmmisfz b U*xy> (4 7mg) £;&n;LT 3 0 #fH! 
^ST»#L7c 0 ^l:i, 2-y^^7°D|f^75> ( 5 5 /z 1 ) 1 

T-feh> (2/1) Tlit5y'J*mn7h^77^-[: e j;DlflU * 
m<Dik<£?%}%: 8 9mg, W 6 5 %Tf#£:. 

'H-NMR (CDC U 4 0 0MHz) : 6 0. 93 (d, J = 2. 2Hz, 3 
H), 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1H), 3. 7 6 - 3. 8 4 (m, 1H), 4. 
04 (s., 3H), 4. 05 (s, 3H), 4. 91 (d, J = 8. 5Hz, 1H), 
6. 48 (d, J = 5. 4Hz, 1H), 6. 74 (d, J = 2. 9Hz, 1 H), 
6. 91-6. 98 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 23 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H) 

mmtttftm (es i-ms, m/ Z ) .-42s (m-+ d 

^MMl 3:N-{2-^nn-4-[(6, 7->?^ ^^-4-417 ij;^) 
^->] 7x.~)V} — N ' -7°U V>7 

2-7DD-4-[(6, 7 -i?* h + ->- 4-^7 'J ;U) ^~>] T— U X 1 
OOmg) ^^OD^jl/A (7. 5ml), hUlfJl/75> (1ml) Cigj??l 

70DMACi§j!?LithU*7y> (9 9mg) £}jnx.T. 
5^Pp1L7co *l:n-7'nt:^7$> (2 1mg) ZKUtlT, 2 ZlzmMWiM* 

2mm^tz a KfomzmQm.WL7mi- v ')OA7mm*mx.5--(v<y±izi%wL. 
/* $ j -)v ( 8 / 1 ) -z-mffl-f & is u % 7)15 u -7 h #5 7 ^ - \z& d mm l , 

'H-NMR (CDC lj, 4 0 0MHz) : 6 0. 99 (t, J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H), 3. 24-3. 31 (m, 2H), 4. 
04 (s, 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz, 1H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 (dd, 
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J = 2. 7Hz, 9. 0Hz, 1H), 7. 21 (d,J = 2. 7Hz, 1H), 
7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d, J = 9. 0Hz, 
1H), 8.5 0 (d,J = 5. 1Hz, 1 H) 

«*##f{t (FD-MS, m/z) : 4 1 5, 417 (M*) 
^MM 14 :N- {2-^7DD-4-r (6, h^y-4-^7'JJl/) 

^-^->i^3i-;u} -n* - 2 - *^)iy ^-ji) yyy 

2-^DD-4-[(6, 7-v* h^->-4-^7 U;W ^v]T^U> Cl 
22mg), ^^dd*M (10ml), hUX^75> (1ml) 

y^DO/^>[:i§gLithiJ*Xf> (HOmg) £}&n*.T 3 0 #fBJ 
^WVmWLfzo ^IC4-7Mn- 2 U >(126/tl) £flnx.> 

tlfc5S$S:, ^oo*M/7th> (2/1) TJSWr* ~> U tlV)V2 a v h 

J -lZ<k<ommL, »j^«14 2mg, 4X^7 9 %Tt#7c 0 
'H-NMR (CDC 1 3, 4 0 OMHz) : <5 2. 37 (s, 3H), 4. 04 (s, 
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 14 (m, 1H), 
7. 19 (d, J = 2. 7Hz, 1H), 7. 41-7. 44 (m, 2H), 7. 
50 (s, 1H), 8. 35 (cl, J = 9. OHz, 1H), 8. 50 (d, J = 
5 . 4 H z , 1 H) 

mmfttifm (ES I -MS, m/z) : 4 8 2, 4 8 4 (M'+ 1) 
mmmib:N- (5-y°n^-6-*?-)l<-2-¥Vi/)l) — N ' - {2-^7 
□ P-4-r (6, 7-y^hty-4-^/'J^) ^^l?^ y\s7 

2 - /7PD-4 -[ (6, 7 ->>y h + ~>-4 - + y >j;i/) ^-^i>]TniJ > ( 1 
22mg), £:7pp*;1/A (10ml), hUxfJP7 = > (1ml) fCfgfi?L 
7^£, DPp< ^>l:^lAc h U^X^'> (HOmg) ^MT3 0^ 
^STjf#L-/to -75/- 3 -y*U=E- 2 -;*3MHfU^> (2 0 8m 

giLTibnta^^. /nP^^A/T-fe h> (2/1) TMP^f <5>-U # 
yj|/^O7h^77-f-l:J;0llIl- 5 5mg, W 7 7 % 



WO 00/43366 



PCT/JPOO/00255 




'H-NMR (CDC 1,, 4 0 0MHz): 52. 69 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 
7. 44 (s, 1H), 7. 53 (s, 1H), 7. 75 (d, J=8. 5Hz, 
1H), 7. 93 (s. 1H), 8. 49 (d, J = 9. 0Hz, 1H), 8. 52 
(d, J = 5. 4Hz, 1H), 11. 92 (s, 1 H) 
K*#*fffi (E S I -MS, m/z) : 5 4 3, 545, 547 (M' + 1 ) 
mmm l 6 : n- { 2 -0 dp- 4 -r (6, 7 -v^ h^>- 4-^yu ;to 
t^-/17i-JH — N [ - ( 5 □ □- 2 - b°'J V)V) iJUT 

2-tuu- 4 -[(6, 7-y7h + y-4- + yjJW t^y]7^U> (1 
22mg)s £r^PPzK;UA (10ml), hUx^75> (1ml) IcigfljJl, 
>^nn**>£»#L]fcMJ (HOrag) feflPAT 3 0 #|BJ 

MT*#L£:. ^(32-y5/-5-^Dnhf'J> ? > (143mg) Sin^., 

nfcJS^S, ^nn*W7th> (2/1) «t§y'j*WDYh 
^77^-CJ;DilL 1 SfflO^«*14 8mg. JRsfs 8 2 %T#£:o 
'H-NMR (CDC1 3, 400 MHz): 54. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 31 (d, J = 2. 7Hz, 1H), 

7. 44 (s, 1H), 7. 53 (s, 1H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, J=2. 7Hz, 1H), 8. 5 0 - 8. 5 3 (m, 2H), 8. 
9 2 (s , 1 H), 12. 11 (b r s , 1 H) 

K*#*Tffi (ES I -MS, m/z) 485, 487, 489: (M'+ 1) 

mmmi 7 .• n- (5-yn^-2-e'jy^ -N'-{2-^pp-4-r(6, 

7-y^hty-4-^yj^) t^y]7x-^} ^l^T 

2-^DD-4-[(6, 7-y/h + y-4-^/'j;W U > ( 1 

22mg), &^PP*;UA (10ml), hUX^75> (1ml) (C?g^L 
fctfe, > ? ^DP^^>fz?g^L7c h U^y> (HOmg) 3 0 #H 
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MT*#Lfc. ^(C2-75y-5-^D^:t 0 'J^> (19 2mg) £2jnA, 

nfc^**, ^DD*W7th> (2/1) TSffit5y'J*WD7h 
^77-f-l:j:0»8L. Il©fb^l0 8mg, W5 5%Tf#7t. 
'H-NMR (CDC 1 3, 400 MH z ) : 5 4. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H), 7. 30 (d, J = 2 . 7Hz, 1H), 

7. 45 (s, 1H), 7. 53 (s, 1H), 7. 7 7 - 7. 8 0 (m, 1H), 

8. 15 (s, 1H), 8. 39 (d, 3 = 2. 4Hz, 1H), 8. 50 (d, 
J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s , 1 H) 

nmftVfW (ES I -MS, m/z) : 5 2 9, 531, 533 (M'+ 1) 
MffiMl 8:N-{2-^DD-4-r(6, 7 -j/* b±i^L±^±Z21M 
**is-\7 — N ' - (2-/h4^y7x^) frUT 

2-^OD-4-[(6, 7-^h*5/-4- + yj;W t*^]7Z'J> (1 

OOmg) ^^DD^A (10ml) fcjgflPU 2-^^y7xZJKV-> 

T^- h (5 4mg) &ft]^T6 0 , CT-i|jt^L^. S^tC^ ^ y -;u^sn 

x., MffiT^£M£LT?#b*lfcg|££, ^oo*W7th> (6/4) 

TSMt5^'JAy;^n7h^77^-l:J;OiJS!b, &m<Dik%®l* 1 1 1 
mg, M7 7 

'H-NMR (CDC 1 4 0 0MHz) : 5 3. 85 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 50 (d, J = 5 . 1Hz, 1H), 6. 89 
-6. 93 (m, 1H), 6. 9 8 - 7. 0 3 (m, 1H), 7. 05-7. 10 
(m, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 23 
(d, J = 2. 7Hz, 1H), 7. 35 (s, 1H), 7. 36 (s, 1H), 7. 
44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 - 8. 0 7 (m, 1H), 8. 
34 (d, J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

K*##Ht ( E S I - M S , m/ z):480, 482 (M'+l) 
%mn 19 :N- [2-^DD-4-f (6, 7 - is * h*ris- 4 -4- 7 [J ;U) 
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t^yl7x~;H -NT - (2 - *?VT 

2-^DO-4-[(6, 7-y^h + y-4- + yjjl/) **is]T-V> (1 
2 2mg) ZZunftJlA (1 0ml) tCfg^U _o- hKJKVyJt- h 
(5 9mg) ^^n^T^T-B^jft^bfco ^^{C^ ^ J -)\>1k1$\%-. M&T 

-T^I/triO^c #TitiL^£,f|£z!iI&U gl©ft^5 9mg, JR$s 3 4 % 

'H-NMR (CDC 1 j, 400 MH z ) : 5 2. 38 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 7. 01 (s, 1H), 7. 11-7. 14 (m, 1H), 7. 18 

(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
1H), 7. 46 (d, J = 6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 

(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 

mm^mm (es i-ms, m/z) : 4 6 4, 4 6 6 (m*+ d 

mffiM2 0 :N- {2-^DD-4-r (6, 7 h^>- 4 U;U) 
tty17izJH — N ' — (5 2 -fcf'J>>;tO frUT 

2_/7 Pn -4-[(6 ( 7->?^N4^-4-^/U;k) t+y]7^ij> (l 
2 2mg)> S:yDn*M (10ml), h'Jl^Jl/7$> (1ml) 

a n^^yizmmLfz b U ^7.y> (llOmg) &MT3 0^n 
^gT»Lfc 0 -7$y- 5-tfnU> (120mg) ^in^, 20fP*fl 

^DD^;ixA/T-t K> (2/1) -TJgHI-r^ y'JA^^D7 h ^ 7 
^-CckOHiL, SW^^lHmg, i«6 9%Tl#fc 0 
'H-NMR (CDC lj, 4 0 0MHz) : 6 2. 3 1 (s, 3H), 4. 0 6 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 76 (d, J = 8. 3Hz, 
1H), 7. 13-7. 16 (m, 1H), 7. 29 (d, J = 2 . 7Hz, 1H), 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s, 1H), 8. 14 (s, 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (cl, J = 9. 0Hz, 1H), 12. 57 (brs, 1 H) 
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K«#0ftt (E S I -MS, m/z) : 4 6 5, 4 6 7 (M* + 1) 

mffiMZ I •• n- (2-^pp-4-r (6, 7->^ h^>-4-^7u;i,) 

2 _/7 on- 4 -[ (6, 7-*?* 4-*cJ VJl) slr*isy?-\)y (1 

22mg), Sr^nn^;UA (10ml), h'JxfJH5> (1ml) \zmML 
^DD^^>i:jgfLfthij^y> (liomg) £in*.T3 o#ra 

tfflT«J$bfc. ^l:6-7S/-2-tf3iJ> (120mg) &Jp^L, 2fl#r^ 

££\ ^nm*;UA/7-tr h> (2/1) TIIiny'J*WD-7h^7 7 
-T— £«fc?)*ll»!U SiOf^^7 3m g> « 4 2 %l?t#fe 0 
'H-NMR (CDC 1 3 , 40 0MHz) : <5 2. 57 (s, 3H), 4. 06 (s, 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 (d, J = 8. 1Hz, 
1H), 6. 83 (d, J = 7. 6Hz, 1H), 7. 15-7. 18 (m, 1H), 

7. 30 (d, J = 2. 7Hz, 1H), 7. 44 (s, 1H), 7. 54-7. 
59 (m, 2H), 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1H), 

8. 57 (d, J = 9. 0Hz, 1H), 12. 45 (s, 1 H) 
RI^#fl (E S I -MS, m/z) : 4 6 5 , 4 6 7 (M'+ 1 ) 



g»jJ2 2 : N — { 2 - ^DD-4 - [(6, 7 - y;* h ± js - 4 - ± J 'J )V) 
*Fis] 7iZJH ~ N ' - (4-^h^y7i^) *lkZMMM 

2-^DO-4-[(6, 7-y^hty-4- + ;'JJW^y]7-UXl 
OOmg) £ ^ □ D tfUUA (4ml) fc?g$?L<fc^ 4-^ f>^y7x~)KV 

->7^-- h (6 0m i) ^ptlt^-t;— mKfoisfz. m/et^^^u m 

tfJLTfcitJK&KfiaiifiU N-2-^pp-4-[(6, 7 -5?* b*z/-4-* 
y U;U) 7x-^-N' - (4-y h + '>7zZJW 7l/7^90mg, 

'H-NMR (DMSO-di, 4 0 0MHz) : <5 3. 7 3 (s , 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H), 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 97 (d, J = 6. 6Hz, 1H), 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d, J = 2. 7Hz, 1 H), 8. 39 (d, J = 
9. 0Hz, 1H), 8. 49 (s, 1 H), 8. 82 (d, J = 6 . 6Hz, 1 
H), 9. 4 9 (s , 1 H) 

jyjjjjjg 3 : N- { 2 DP- 4 -r (6, 'J;i.) 

t^yi7x_;H — n ' - Lljz±Z22kj 

2 -/7no-4-[(6, 7-v^ h^'>-4-^y \})V) ttzs]7=.V> (1 
22mg) &>7UUifr)l& (10ml) izmML. 1 -±7^)V1 V i^Ti— b 
(7 5mg) SJOATM-r— Wfefll^Lfc. SJfS^fc^^y-^^jn^, i^flEy 

-^-;p^iPA7co ^rnvrz^^^mmL, mmm^®* 1 o 5mg, W57 

'H-NMR (CDC l 3 , 4 0 OMHz) : <5 4. 03 (s, 3H), 4. 04 (s, 
3H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s, 1H), 7. 55 
-7. 69 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz, 1H), 8. 3 8 - 8. 4 0 (m, 1H), 8. 48 (d, J = 5. 
1 H z , 1 H) 

K*##rM (E S I - MS, m/z ) : 5 0 0, 502 (M* + 1 ) 
^#iJ2 4:N-(2, 4-/7MD7iZ^) -N' - (4- [(6, 7 - V 

* b*->- 4 -*rj u;i/) ^-^->] -2, 3-^^i/7xn;i/| fruy 

4- [(6, 7-y7h + ->-4- + ;UJW ^x]-2, 3-'^f^7 = 
U> (7 10mg) &^DP5j%;PA (7ml) KlJgAPL&gL 2, 4-5^7;^ 
□ 7x-MVy7t-h (3 1 0// 1) £ira*TJnSS&»S££ 1 L£. 

g> iK^7 0 %T'f#fc 0 
'H-NMR (CDC 1 3 , 4 0 OMHz) : 6 2. 14 (s, 3H), 2. 27 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d, J 
= 5. 4Hz, 1H), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d, J = 8. 5Hz, 1H), 7. 10 (s, 1H), 7. 40-7. 
45 (m, 2H), 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H), 8. 
4 6 (d, J = 5. 4Hz, 1H) 

ItMl (FAB-MS, m/z): 48 0 (M*+l) 

5 : N- {4-f (6, h^f>-4-^y UjjQ ^->l-2, 

3-v7f^7x-Jl/} — N ' - (4 2 - *^)17 VUT 

4-[ (6, 7 -y^ h*v-4- + / U;W ^->]- 2, 3 -v>*3=-;|,7- 
U > ( 1 2 Omg) ^^oom (10ml), S 'Jx^75> (1ml) £ 
JgflPLfclft, y^nn^^>(:iliLfchU*7y> (11 Omg) £#nx.T3 
0»MSITj|«il/fc, ^[C4-7Ji/tn-2-^^7ziJ> (126/il) 

l/T^^nfcS$^ ^DD^A//^;-j[, (9 1/9) TJRBB-rs^U* 
Wo7h^77-f-l:J;D»8U SlCft^l6 0mg, iR^9l% 

'H-NMR (CDC 1j, 400 MH z) : 6 2 . 12 (s, 3H), 2. 2 2 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1H), 6. 42 (s, 1 H), 
6. 9 4 - 7. 0 3 (m, 3H), 7. 43 (s, 1H), 7. 4 6 - 7. 5 5 (m, 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1 H) 

Ri^lffl (E S I -MS, m/z) : 4 7 6 (M'+ 1) 
gygglg 6 : N- (4-r (6, 7 -j?* h * is- 4 - ± / 'J )V) ^xl-2, 
3 -is^^)U7 — N ' - (3 -7;M-P- 2 h^f>^x~;i/) frU 

z 

4-[ (6, 7-^h*j/-4- + ;iJW t+->]-2, 3-^^^7X 
U> (120mg) £^nn *;i/A (10ml), MJ X^^T 5 > (1ml) iz 
mmis1t&, y^DP^^>(Ci§iLfchU^y> (1 1 Omg) £flO*.T3 
0#|B]gi&*eiJB#Lfc. ^i:3-7)^n-_o-7Zyy> (13 2a 1) SriD 

»sn&35££, ^pp*M/^^y-ji, (91/9) -cmm-rzisijfiyju 
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^07h^77^-(:i:^IU mm<Dik<&m*2 3mg. JR^l 3 %Tf#feo 
'H-NMR (CDC 1 3, 4 0 0MHz) : 6 2. 15 (s. 3H), 2. 32 (s, 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 7 2 - 6. 77 (m, 
1H), 6. 9 6 - 7. 0 9 (m, 3H), 7. 43 (d, J = 8 . 5Hz, 1H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02- 

8. 05 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 
nm&Vr4& (ES I -MS, m/z) : 4 9 2 (M'+l) 

mmm2 7 : N - ( 5 - 6 2 — kf 'J ^;U) - N' - {4 - f(6, 

7-y^h^y-4-^/'J^) ^4^>]-2, 3-^^7xz;H frl^T 
4-[ (6, 7-y^h + y-4- + /iJJW 3-y^^J- 
U > ( 1 2 Omg) £^ DQjfc^A (10ml), h 'Jx^75> (1ml) fc 

*#Lfc«, y^DD^^/CigiUch^X^ (llOmg) £*Ox.T 3 
0#IW£i&T!*#Lfc. ^fC6-T5y-3-yp^B-2-^^;PtiU^> (2 
0 8mg) 2«fWMTi«^Lfc. ^ /—;P£jlni*., «JEET 

»«Sgil/T»5nfcaS*, ^□□^A/^^/— ;i/ (9 1/9) tli 

t5yU*Wn7h^77^-iaOIIS!L, MOte^fc* 1 0 3mg, 

W 5 2 %TJ1#£, 

'H-NMR (CDC U 4 0 OMHz) : <5 2. 16 (s, 3H), 2. 4 2 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz, 1H), 6. 64 (d, J = 8 . 8Hz, 1H), 7. 
04 (d, J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 64 (s, 1H), 

7. 74 (d, J = 8. 8Hz, 1H), 7. 91 (d, J = 8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d, J = 5 . 4Hz, 1H), 11. 30 (b 
r s , 1 H) 

Hi^ffl (E S I -MS, m/z) : 5 3 7, 5 3 9 (M' + 1 ) 
H^ffJ 28:N-(5-^Pa-2-bTU 2M ~ N ' - {4 - [(6, 7 - 

h^->- 4 -^7 u;u) ^-^^1 -2, 3-^f;i/7xz;i/} ^ut 

4- [(6, 7-y7h + y-4- + yiJJl/) t+y] - 2, 3->?^^;PT- 
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<J> (3. OOg) S^nn*M (15 0ml), h'Jx^75> (6ml) 

izmmisfzWi. i?9un*?>izmmvtzbv*xy> (2. 74 g ) zkutlt 

fiST3 0^WLfc o fr\Z2 -7$/- 5 -^PDhTU> 5 > (2. 3 8 g) 

L7to »EET»«G&e£LTI#&ftfcBiS£, ^DD*W^^y-jP (2 0 
/l) Tlit^yU^yj^nTh^y?^-!:^^^, &M<D<k&®& 
3. 4g, JR*7 7 KT»Jfc. 

'H-NiMR (CDC 1 3, 4 0 0-MHz): 6 2. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s, 1 H), 7. 6 2 - 7. 6 8 (m, 2H), 

7. 90 (d, J = 8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1H), 

8. 45 (d, J = 5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 (b 
r s , 1 H) 

SIMM (ES I-MS, m/z) : 4 7 9, 4 8 1 (M'+l) 

29 : N- (5 - Z/U=E- 2 - b° U z?)V) — N ' - {4-f (6, 1 - i? 

4-[ (6, 7-y/h + y-4- + yU;W t+y]-2, 3-^*^7- 
'J> (120mg) S^DD r^JUA (10ml), h U x^^7 5 > (1ml) 
Jg#Lfc£, ^Dn/^>i:»»bfchij^y> (norag) ^Un^.T 3 
0#K£iTrifi#L7t. ^(C2-T5y-5-ynqEtrU> f > (I92mg) £ 

in*., 2«fwsi-p*«sLfc. Kmmz*9 j-frttiMX. mmymm^m^v 

Tf#£*lJfc^££, ^DD^M/^^y-Jl/ (9 1/9) TIFIT^yU^y 

<DX— 5=-;i/T*SSS:*fm$-&a«[L, ^HOft;£r#)£8 Omg, t«4 1%T-f# 

'H-NMR (CDC lj, 400 MHz) : 6 2. 16 (s, 3H), 2. 3 8 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J = 5. 1 
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Hz, 1H), 6. 96 (d, J = 8. 5Hz, 1H), 7. 03 (d, J = 8. 
8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H), 7. 75-7. 7 
7 (m, 1H), 7. 89 (d, J = 8. 8Hz, 1H), 8. 31 (d, J = 2. 
4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s, 1H), 
11. 17 (b r s , 1 H) 

MS^NftfS (E S I -MS, m/z) : 5 2 3, 5 2 5 (M'+ 1) 
mMM3 0 : N — {4-f (6, 7 -j?* h^fy-4-^/ 'J ;U) ^-^^-2, 
3-y^^7xrj^} -N' - (2-^h^->7x-^) ^VT 

4-[ (6, 7-y7h^y-4- + /'J^) ^y]-2, 3-^y^;i/y- 
U> (120mg) ^^Da^A (10ml) fCT^U 2-^h^y7i~ 

mg. iK^ 7 5 %T|#fe„ 

"H-NMR (CDC U 400 MHz): 52. 16 (s, 3H), 2. 32 (s, 
3H), 3. 81 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
25 (s, 1H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 85-6. 87 
(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8. 5Hz, 
1H), 7. 44 (s, 1H), 7. 62 (s, 1H), 8. 15-8. 17 (m, 
1H), 8.4 5 (d, J = 5. 4Hz, 1 H) 

nmftffim. (e s i-ms, m/ Z ) .-474 (m-+ d 

^mm3 1 : N— {4-f (6, 7 - is * b*~>- 4 UjlQ pf^~>l- 2, 

3-y^f)l/7xZJl/| — N ' - (2 a:-;i/) ^1/7 

4-[ (6, 7-y^h + y-4- + yij;i/) t+yJ-2, 3-y7f^7- 
U > (12 Omg) ^^po^A (1 0ml) K:?£fi?U o_- V )V-OV-f V ~> 
T-T- h (55m 1 ) ^n^T^T-M^L^o S^fC* ^ y -;i,^Jp^, 

m<D3L-^)l>$:bUZ-fzo ^ftHLfz^B^mmL, IlCl^lSOmg, iR 
>£7 0 %Tf#7c 0 
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'H-NMR (CDCl 3) 400 MHz):<52. 12 (s, 3H), 2. 22 (s, 
3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
2 3 - 6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1H), 7. 14 
-7. 17 (m, 1H), 7. 2 4- 7. 2 9 (m, 2H), 7. 43 (s. 1H), 
7. 49 (d, J = 8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d, 
J = 7. 3Hz, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

RMMfrtiL (ES I -MS, m/z) : 4 5 8 (M*+ 1) 
MMM 32 :N- (4 - ) □□ - 2 ~^^7i-JH — N ' - { 4 -r (6 . 

4-[ (6, 7-y/h + y-4- + /'j;W t+y]-2, 3-^f;P7- 
U>(120mg)£)nD (10ml), bV 1^75 > (1ml) Iz 

mmisfcm, i?#unx?>izmmLitb i Jftxy> uiomg) ^jn^T3 

O^ISfiTi^L/:. ^(3 4 -^DD- 2 -^^;UT— U > (130/il) S 

T#etifc«$*, ^nn^;i,A/^^y-;i/ (91/9) Tjswrs*>u*y 

'H-NMR (CDC 1 3, 4 0 0 MH z ) : 6 2. 14 (s, 3H), 2. 18 (s, 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H). 6. 
24 (d, J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 40 (s, 1H), 
7. 03 (d, J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 
4 2 - 7. 4 4 (m, 2H), 7. 60 (s, 1H), 7. 65 (d, J = 9 . 0 
Hz, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 

WMfttitM (E S I -MS, m/z ) : 4 9 2, 4 9 4 (M' + 1 ) 
mmM3 3 : N- {4-r (6, 7 - V * h^/-4-^7 'J )V) **ri/}-2, 
3-^^f^7xz;|/} -n* - (2-b°'J^;P) »i/7 

4-[ (6, 7-y/h + y-4- + /UJ[/) t+y]-2, 2,--J^^)V7~ 
U > ( 1 2 Orag) £) nnzK;i/A (10ml), MJ Xf^7S> (1ml) \Z 
mMVtzL'ik, >>?nn*?>\zmMlsfzbij7£7s7'> (llOmg) ZIjqtlT 3 
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0#P«i&T«#Lfc. ^1:2-75^ fc?U>>> (104mg) £fln*., — Bfeip 
^MSSE L & o ;* * / - in «JBET»J« £ @£ b Tf# £ tlfzB ts £ , 

^nnz|N;i/A/y^y-;i/ (9 1/9) TIlt5y'J*Wn7h^77^ 
— CckOfiMSU mmcDit&!%}$: 7 2mg, JR^ 4 4 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 5 2 16 (s, 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d, J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
1H). 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d, J = 8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m, 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b 
r, 1H) 

SiMI (ESI-MS, m/z): 44 5 (M'+l) 

mmm 3 a .• n- (4 -r (6, 7 - y^ h^->- 4 -=^y u;io ^=^>i- 2, 

3-y^^J[/7x-JH -N' - (5 -y^;P- 2 - bf U 

4-[ (6, 7-y^h + y-4- + /iJJW t^y]-2, 3-^^7r 
'J> (12 0mg) $^DD (10ml), MJ X?JP7 5 > (1ml) \Z 

mmi^fcm, y 7 □ n ^ ^ xcigjg h u *xy > a iomg) &1)u?lt3 

O^MMTaSJPLfe. *f:2-7$;-5-t!3U> (12 0mg) £j&DA, 

n^gssfc, ^no^w^^y-^ (9i/9) Tjgga-rsvu^y^^D 

T h^77>f- fCfcflffifglU a@(0M^12 2mg 1 JR^7 2%Tf#feo 
'H-NMR (CDC 1,, 4 0 0 MHz) : (52. 15 (s, 3H), 2. 28 (s, 
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H), 7. 43 (s, 1H), 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1 H), 7. 99 (d, J = 8 . 8Hz, 1H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 44 (d, J = 5. 4Hz, 1H), 9. 
2 3 ( s , 1 H), 11. 7 7 (b r , 1 H) 
Wfi##Hfi (FD-MS, m/z ) : 4 5 8 (M0 



WO 00/43366 



PCT/JP00/00255 



- 68 - 

mMM3 5 : N — { 4 — T ( 6 , 7 -z?* h*FSs- 4-^7 'J )V) ^^->1~2, 

— N ' - (6-*?-fr-2-lfVi?)V) OUT 
4-[ (6, 7-y/h + y-4- + /'JJW t+y]-2, 
■J>(120mg)£^on (10ml), h U x^;i/7 5 > (1ml) \z 

mMLfz'&. y ^7 D D ^ ^ >t^i Ufc h 'J *7y > (HOrag) ZMtlT 3 
0»WMTJI^l/&. ^6-TS/-2-tf3'J> (I20mg) £flDA, 

^□O^A/7th> (4 0/6 0) TJRIWr-5>'U*y;P^O-7 h 

'H-NMR (CDC1,, 400MHz):<52. 16 (s, 3H), 2. 44 (s, 

3H), 2. 54 (s, 3H), 4. 06 (s. 3H), 4. 08 (s, 3H), 6. 

32 (d, J = 5. 4Hz, 1H), 6. 61 (d, J = 8. 3Hz, 1H), 6. 

82 (d, J = 7. 6Hz, 1H), 7. 04 (d, J = 8. 8Hz, 1H), 7. 

44 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1H), 7. 65 (s, 1H), 7. 

79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1 Hz , 1 H), 11. 7 6 (br, 1 H) 
Kl^tfftt (FD-MS, m/z):4 5 8 (MO 

HH^J3 6 : N- {4- [(6, 7-y7 hty-4-^/'J^) - 2, 

3_ ZL £2L±ikZ^ikj -n' - (4- *h*i/y x.-)l<) OUT 

4- [(6, 7-^h + y-4- + yjJW 3-y^W- 
U> (lOOmg) □□*;!/ A (4ml) {C^fL-fc^ 4-^h + y7x 
-MVi/Jt-h (6 0m I) SIII^TSI-P-R^lfc. iETSISg 

An*., flrajLfcj£J8£iR§littjSU itm<Dik€>i®}%: 1 1 5mg, iK¥7 8%Tt# 

'H-NMR (CDC 1 400 MHz): 52. 02 (s, 3H), 2. 30 
(s,3H), 3. 76 (s, 3H), 4. 06 (s, 3H), 4. 12 (s,3H). 

6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d. J = 9. 0Hz, 2H), 
6. 91 (d, J = 8. 8Hz, 1H), 7. 39 (d, J = 9. 0Hz, 2H), 
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7. 67 (s, 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 92 (s, 
1 H), 8. 2 0 - 8. 2 3 (m, 1 H) 

KMtttifm (ES I -MS, m/z) : 4 7 4 (M'+ 1) 
mmM3 7 : N — (2, 4-y7MD7x^) -N' - (4- [(6, 7-5? 
^ K^->-4-^/ Ujk) ±±>J ~2, 5-y^^7xZ^} OUT 

4- [(6, 7-y7h + y-4- + yjJW -2, 5 -^^^T- 

U> (2 0 0mg) ^7DD^A (15ml) fC?g$? L7c*£, 2, 4->?7;U 
t07x-KVy7t-h (88M) SiOATUO^JSiSK* 1 ^KLfc. Kfo 
^om/7th> (4/1) TSffit5y'J*yM07h^7 7 
^-fC^DffifigU ii0ft^2 8 7mg, W9 7%Tf#7c 0 
'H-NMR (CDC 1 400MHz):<52. 17 (s, 3H), 2. 26 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s, 
1H), 8. 05-8. 13 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

nmftffim (FD-MS, m/z):4 7 9 (MO 
ilW3 8 :N- {4- [(6, 7 - y^ h^y-4-^7 UJl/) ~2, 

5 -v>'p<^;u^ — n ' -yowi/T 

4- [(6, 7-y/h + y-4- + ;U^) ^-^.>]_ 2> 5 -^^^ ;1/T - 
U>(1 50mg) §7DD*J^ (1 3ml), h'JxWSXi. 5ml) 
fC»#L;fc&, ^DOMAt|g#Lfc h U*7^> (15 1mg) SJnAT, 
3W*ftiiaE*5^|BlLfc. ^(Cn-ynhf;PT5> (33mg) £j&D;LT, $ £> f3 

^np^jl/A/Tiz h> (4/1) TSffl-f SvU^y;^ D7 h^7>f-l: 
.fcOflHKU ^m^t-B^}^ 1 7 8mg, JRJ$S9 5%Tf#fc. 
'H-NMR (CDC U 4 0 0MHz) : 5 0. 94 (t, J = 7. 3Hz, 3 
H) ,1. 51-1. 65 (m, 2H), 2. 15 (s, 3H), 2. 26 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m, 1H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 

(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 

SSfi##fM (FD-MS, m/z): 4 0 9 (MO 

9 : N- (4-^DD - 2 -y^l/7xZJl/) — N ' - {4-f (6. 

4-[ (6, 7-^h + >'-4- + /U^) 
UXlOOmg) £^Dn*;i/A (l 0ml). N'JX5 1 ;i'75> (1ml) (c 
y^nn^^>l:i)|LithU^y> (9 2mg) £iD*.T3 0 
ftffl^U-CfltWLfzo *i:4-^oo-2 -^W-'J >(4 4 m 1 ) £jjn^ 

7Co ffiliiLfcK&gk&mWls, ^lOf^f $ 1 1 8mg, *K^7 8%T#7t<, 
■H-NMR (CDC 1 3 , 4 0 0MHz) : 6 2. 16 (s, 3H), 2. 21 (s, 
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s, 1H), 6. 32 (s, 1H), 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, 1H), 

7. 58 (s, 1H), 7. 5 9 - 7. 6 3 (m, 2H), 8. 45 (d, J = 5. 
1 H z , 1 H) 

mmtttffM (ES I -MS, m/z) : 4 9 2, 4 9 4 (M'+ 1) 
glMffH 0 : N — {4-r (6, 7->>'^ UJ[/) ?T^>l-2, 

5 -V*J-)VZ7 — N ' - (4-7MD-2-/^7i-Jl/) frl^T 

4-[ (6, 7 ->?p< h^~>-4 -^yj;U) ^^~>]- 2, 5-y/^7^ 
'J> (lOOmg) &7DD*M (10ml), h 'Jl?Jl/7$> (1ml) 
mmistc'ik, is $ PD^^Xiigilfc h U*7^> (9 2mg) £fin^LT3 0 
^F^^Tjf #L7c 0 &IC4 --7;i/^-p- 2 -^^1/7- U > (42w 1) £JJP 
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ZilJUTLtCo tittiiLJtl&gk&M&L. 1 0 8mg, iR^7 4%~T:% 

'H-NMR (CDC 1,, 4 0 0MHz): 52. 15 (s, 6H), 2. 30 (s, 

3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 24 (s, 2H), 6. 

28 (d, J = 5. 1Hz, 1H), 6. 94 (s, 1H), 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 58 
(s, 1H), 7. 64 (s, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
ft*##fM (ESI-MS, m/ z ) : 4 7 6 (M* + 1 ) 

gjjjjgjU 1 : N- {4-r (6, 7-^;* ^->1-2. 

5-y/f^7i-JH — N ' - (3-7MD-2-^h^->7x-;i/) U 

z 

4-[ (6, 7-y7h + y-4- + yjJl/) t+yJ-2, 
'J> (lOOmg) S^dd 3^;i/A (10ml), MJ 5 > (1ml) 

y^DD^^XMUfch'J^v 1 ^ (9 2mg) 5MT30 
#W£iaT«#Ufc:. ^C3-7Mn-o-7Xyy> (44/i 1) £jfra*.> 

Tft6tlfc»3S, yDn*M/7th> (2/1) -> U fj<f)\,l7 

DT — tC«fc DfitglU mm(D{t^ty%: 126mg, JRJK 8 3 %Tf#7c 0 

'H-NMR (CDC 1,, 400 MHz): <52. 16 (s, 3H), 2. 27 (s, 
3H), 3. 83 (d, J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 
(s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 7 4- 6. 7 9 (m. 
1H), 6. 9 7 - 7. 0 3 (m, 3H), 7. 44 (s, 1H), 7. 57 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s, 1H), 8. 0 2 - 8. 0 4 (m, 
1H), 8. 48 (d, J = 5. 1Hz, 1H) 

li^tfi (E S I -MS, m/z) : 4 9 2 (M'+ 1) 
nMM4 2 : N — {4-f (6, 7 -V* h^y-4-^y'J^) ^^-'>l-2, 
5-y^fJ^7x-JH — N ' - (2-^j^i-^) ^UT 
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4-[ (6, 7-y^h + y-4- + /U;W 5-i?*^)lT- 
U > (1 0 Omg) ZZnafrjlA (1 0ml) IdJgAfU _o- hJKMVy 
Tin- V (4 6 ja 1 ) £Jn*TMLT--|ftiI#L;fc. SJC&MfC^ ^ J —fr&lJQZ.. 
«£ET««t*«*UT»&nfc3SSS, ^Pn^;UA/T-ti h> (2/1) TI 
Wt5y'J*WaYhy77^-l;j;0MlL,SlOft^i l img, 
iR^7 9 %Tf#7c. 

'H-NMR (CDC 1., 4 0 0MHz): 52. 12 (s, 6H), 2. 26 (s, 
3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz, 1H), 6. 77 (s, 1H), 6. 81 (s, 1H), 6. 91 (s, 1H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H), 
7. 42 (s, 1H), 7. 59 (s, 1H), 7. 63 (d, J = 7. 8Hz, 
1H), 7. 68 (s, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

n&ftVrM (ES I -MS, m/z) : 4 5 8 (M'+ 1) 
mmM4 3 : N — { 4 — r ( 6 , h^y-4-^7 'JJl/) ^'>1~2, 

5-^fJl/7i^l/} -N' - (2-^h^-/7x^) 

4-[ (6, 7-y^h + y-4- + yU;W ^y]-2, 
U> (10 Omg) ZZunftfrA (10ml) IzmML. 2-^h + y7iZ 
MVx7t-h (49m 1) £#n^T-ttmAM»?£ L 7c . R&mz * * S — JU 

mmTmm^^Lxn^ntz.B^^. ^nn^A/7th> (2/ 

"H-NMR (CDCl 3 , 400 MHz): 52. 14 (s, 3H), 2. 24 (s, 
3H), 3. 75 (s, 3H), 4. 03 (s, 3H), 4. 07 (s, 3H), 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 8 7 (m, 1H), 6. 95 
-7. 03 (m, 3H), 7. 06 (s, 1H), 7. 44 (s, 1H), 7. 56 

(s, 1H), 7. 61 (s, 1H), 7. 63 (s, 1H), 8. 17-8. 20 

(m, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 
KS#flfM (E S I - M S , m/ z ) : 4 7 4 (M*+ 1 ) 
gyggy 44 : N-(5--7"D^E-6-^ 2 — b° 'J S£2k> - N ' - { 4 - r ( 6 , 
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4-[ (6, 7-y7h + y-4- + yiJjP) ^^-2, 5 _^^^ ;I/T - 
U> (lOOrag) $7DD ;Jn;I,A (10ml), h U X5Ml>7 5 > (1ml) 
®misfz'&, m7nn*$>>\zmmLfzbV*7,y> (92mg) £;&n*.T3 0 
^riSSTlj^Lt. ^{C6-T5y-3-7*D ; B-2-^^;i/{f ij'>'> (6 9 

m g ) s^n*., mt— mm&Ltz. ^mizmammymi- h Aymm^ 
Tmm&&&LT&*>tiizmt£&. ^mo^nu^juAizmmL, ^z\\z&m<D 

'H-NMR (CDCl^OOMHz): 52. 18 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 
3H), 6. 34 (d, J = 5. 4Hz, 1H), 6. 57 (d, J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1 H), 7. 
70 (s, 1H), 7. 74 (d, J = 8. 5Hz, 1 H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H), 11. 17 (br, 1 H) 

nmfttitm (es i -ms, m / Z ) : 5 3 7, 539 cm*+ d 

gj»J4 5 : N- (2, 6 h*i/- 3 - fcf U — N ' - {4 -r (6. 

7-y^h^y-4-^yj;i/) ^=fr'>l-2, 5-y^^7xz;H VUT 
4-[ (6, 7-y^h + y-4- + yjJW t+y]-2, 5-^W = 
'JXlOOmg) Bdd (10ml), h U xf^7 5 > (1ml) (c 

^*on;**>K:J8fl¥L£ h 'J^y> (92mg) £}jn*_T3 0 
#|H!£i&-e8a#L£. *C3-7$/-2, 6-^^ h^xfcfU:y> (7 Omg) 

'H-NMR (CDC lj, 400 MH z ) : 5 2. 1 7 (s, 3H), 2. 2 7 (s, 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4. 
07 (s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 34 (d, J = 
8. 5Hz, 1H). 6. 36 (s, 1H), 6. 74 (s, 1H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1 H), 8. 
20 (d, J = 8. 3Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

H*7>#ffl (E S I — MS, m/z ) : 5 0 5 (M*+ 1 ) 
mffiM4 6 : N- {4 - [(6, 7 -y* N^>- 4 z^lZJIM £±Sd Z 2 , 
5_ = ^2i±ikZ^ikj -N' - (4-^h4 1 y7x-^) frl^T 

4- [(6, 7-y/h + y-4-^yij;i/) ^-^^]_ 2 , 5 - ^ ^ 7 - 
U > (lOOmg) ^^na*M (4ml) fci£fi?Ljfc^, 4-^^-> 7x 
^KVy7t-h (60m 1) Sft^TSfiTf-^Lifc, »JBET?SttE*S 

in*., tJrffiLJfcitJ8£K§l»aBU ^M^it^^^l lOmg, W&l 
fc. 

'H-NMR (CDC 1 3 , 400 MHz) : 52. 0 7 (s, 3H), 2. 2 6 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H). 6. 
39 (d, J = 6. 1Hz, 1H), 6. 80 (d. J = 9. OHz, 2H), 6. 
87 (s, 1H), 7. 36 (d, J = 9. OHz, 2H), 7. 55 (br, 1 
H), 7. 62 (s, 1H), 7. 6 7 (s, 1H), 7. 80 (s, 1H), 8. 
19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 
KS#tfrffl (ES I - M S , m/ z): 4 7 4 (M*+ 1 ) 

gj»J4 7:N- (4- [(6, 7 - y7 'JJl/) :fr=fr->] -2 

-IhD7ii;H -N' -7°U¥)IQU7 

4-[(6, 7-y/h^y-4- + yiJWt+y]-2-ZhD7-'J>(l 
50mg) ^7DD^A (10ml), h'JX^75> (1. 5ral) M 
Lfctt, yDn*;i/ACi§^L/:hiJ*7sy> (144mg) £3ra*T, MM 
atS5^MLfe. ^l:n-7°nt>7 5> (31mg) £inx_T, ^SfcMtiS 
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*;UA/7-th> (4/1) TJgl t ^ y U ^-'j^ □ 7 h 7 7 ^ - 1: J; D t 
(KU IiOfb^l6 0mg, JR^8 6 %Tf#7c 0 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 1. 01 (t, J = 7. 5Hz, 3 
H) ,1. 5 9 - 1. 6 9 (m, 2 H) ,3. 2 7 - 3. 3 4 (m, 2H), 4. 
05 (s, 3H), 4. 06 (s, 3H), 4. 95-5. 01 (br, 1H), 6. 
47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 
(d,J = 2. 7Hz, 1H), 8. 53 (d,J = 5. 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz, 1H), 9. 7 4 - 9. 7 9 (br, 1 H) 
«S##HI (FD-MS, m/z):4 2 6 (MO 
gMMi 8 : N ~ (2. , 4-^7;i/tQ7xZ^) -N'-{4-[(6, 7 - V 

4- [(6, 7 -v 5 ^ U;P) 2f-^>] -2-~ hPT-UXl 

0 Omg) ZZunfrjlA (10ml), hUx^75> (1ml) IzmMLfz 
i7DD*;i/Atc:*#LfchU^y> (9 6mg) £tJnAT, fin£ti!&fE& 5 
#18! L£. ^1:2, 4-y7^tD7-'J> (4 5mg) ^ifl^T, 

*;PA/7-feh> (3/1) TlHtSiIy'J*Wn7h^77^-t: t |; 
OWll, SI©f^$8 lmg, «5 6%T?#7c. 

'H-NMR (CDC 1 4 0 0MHz) : <5 4. 0 5 (s , 3H), 4. 06 (s , 
3H), 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m, 3H), 
7. 45 (s, 1H), 7. 49 (s, 1 H), 7. 5 0 - 7. 5 4 (m, 1H), 
7. 8 8 - 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1 H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J = 9. 3Hz, 1H), 9. 
9 8 ( s , 1 H) 

ft*##rffi (FD-MS, m/z):4 9 6 (M f ) 
^ffliffl 4 9 : N — { 3 , 5 - □ □ - 4 - r ( 6 , 7-y^h^->-4-^; 
Ujk) yf*^? 3L~)l) — N ' - (2. 4-y7Jl/tQ7x^) gJ^T 



3, 5-^DO-4-[(6, 7-^h + y-4- + yjJW *+y]7z 
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U> (5 3mg) £^DD*;PA (5ml) iZMML. 2, 4-y'7U07i 
-;KV~>T^— h (34wl) SiDAT— Bftin^JSSIEL^:. MJBET^^SS* 
LTf#Stt7c33l££, ^PP^;UA/T-feh> (2/1) TJSPBfS -> U 
^n7h^7^-l:J:0»IL 1 ^SOft^S 5 6mg, JR^7 4XT»fc. 
'H-NMR (CDC 1 4 0 0MHz) : <5 4. 05 (s, 3H), 4. 09 (s, 
3H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6 - 6. 9 3 (m, 2H), 
7. 0 5 (s, 1H); 7. 4 4 (s, 1H), 7. 4 6 (s, 1H), 7. 6 0 (s, 
2H), 7. 64 (s. 1H), 8. 01-8. 05 (m, 1H), 8. 48 (d, 
J = 5 . 4Hz, 1 H) 

K*##Hi (FAB-MS, m/ z): 5 2 0, 522, 524 (M*+ 1 ) 
mmm_5_0jJ±z (2, 4-i^y)l^ny^-jl) — n ' - (2 -7;i/3-n-4 

- (r6-^< h^->-7- (2-w^-'j;xh^y) -4-^y Ujki^L±id 

7xZJ|/) "7 1/7 

N- (2, 4--77M07I-JW — N ' - { 2 - 7 JU^n - 4 - [(7-t 
KD + y-6-/h + y-4- + ;ij;|/) 7iZj|/}y^7 (2 0mg). 

^^U^A (7mg). BOik^- h^-n-y'^jiyy^-ry^ (2mgh N 

- t;^u>ffiaem (lOmg) £N, N-s>*^;i/#;u 
A7 5 K (1ml) 7 0"CT— IftflMfcLfc. EJS^fcflfrfo^gft**:*- h 

y-;K3 o/i) TjRM-r5»«'>u*y;ui7o-7 btf^7j-\z£ommis. 

W&Oit&W&l 4mg, JR^5 7%Tf#7c. 

'H-NMR (CDCl,,4 0 0MHz): 62. 57 ( t, J =4. 4Hz, 
4H), 2. 88 (m, 2H), 3. 69 (t, J=4. 4Hz, 4H), 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 ( d , J = 5. 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s, 1H), 7. 4 
3 (s, 1H), 7. 9 6 - 8. 0 2 (m, 1H), 8. 13-8. 17 (m, 1 
H), 8. 4 4 (d, J = 5. 1 Hz , 1 H) 

mffiM 5 l : N- (2-^DD-4- {[ 6 - * h±jy- 7 - (2 -WJ/I 
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h±kl -4-3r/<JM 3hfr->} 7x-J|/) -N' - (2, 4-y7MD7 
OUT 

N- {2-^nn-4 - [(7-tFn^>-6-/ h + y-4- + yjJW * 
4^>] 7x-JH -N' - (2, 4-y7M07x-JW >^l/T (1 7 4mg) 
£N, N-y/?MM7$F (9ml) f'^L7c^> ^77'J^A (64 
mgh aryft^h^-n-y^PX^^A (14mg), N — (2-^no 
X5 1 ;!/) ; E;U^'J>^^ (8 6mg) ZtiUTLfZo 7 OtTl 7P#f B »E ^ 

7onMA/^^y-JP (2 0/1) TM^T^^UTJ^l/^nv H^?^ 
-KcfcOffiSU gl©fb^^7 5mg, iK^3 5 %Tt#7c 0 

'H-NMR (CDC 1), 4 0 0 MH z ) : 6 2. 6 0 - 2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d, J = 
5. 1Hz, 1H), 6. 8 5 - 6. 9 7 (m, 2H), 7. 09-7. 17 (m, 
2H), 7. 2 2 - 7. 2 7 (m, 2H), 7. 42 (s, 1H), 7. 50 (s, 
1H), 7. 97-8. 01 (m, 1H), 8. 28 (d, J = 9. 0Hz, 1H), 
8. 5 1 (d, J = 5. 1 Hz, 1 H) 

KS^ftrfl ( E S I -MS, m/ z): 5 8 5, 587 (M'+l) 
'mmms 2 : N- (2, 4-y7MD7i^) -N' - (4 - {[6-^h^ 
i/- 7- -4-4^7 ^->} -2, 5-^yt 

N — (4- {[7- (^>->*;i^^» - 6-^h + y-4- + ;ij;W ^~>} 

-2, 5 ->?7^;i/^ai-;u) -n' - (2, 4 - i^;^ p 7 x. -;p) -7H 

(3 6 6mg) £N, N-y^^MMTSF (6ml) (~}£3?U 7K$Hfc/\° 
"y-JOK (3 6 6mg) £jjD7L, TK^ffl^T^T 1 L7c<, MEET^I 

^Sl^nnMA, *9 ;-Mzmm\s. t7^hillfc. MEET 
i§i^gibTf#bn/:i$ (2 13mg), m^TJ'J^A (lOOmg), 3^ 
ftfh^-n-yfJ^yt-^/A (1 2mg), N — (2 - ^PDlfW =EJl, 
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3fc'J>iSB£4l (7 4mg) £N, N-y/f M;i/A7$ K (5ml) 

7 OTCTliftHMfcLfc. »JBET»«£S£U »SnfcS<£K:zK*inA*nn* 

LTf#£n7c£g££> ^nn^A/^^y-^ (10/1) TJHirr-saWl^ 
^^07^77^-11^^11, iMtfMfc-grt^l 0 6rag, JR^5 
5 %X-ntCo 

'H-NMR (CDCh, 4 0 OMH z) : 5 2. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. OHz, 
2H), 3. 76 (t, 3=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. OHz, 2H), 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1 H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

53 : N- (4 - {[6-^h^->-7 - (2 -^M'jyih^y) - 4 
3Mr->} -2, 5-y^f;i/7xZ;l/) — N ' - (2-yth^->7 

N- (4 - {[7 - (^>>?;i/^-» - 6 b^ris- 4 V)l>] ^-^x} 
-2, 5-^f;P7i-;W — N ' - (2-^h + y7x~JW 9 1/7 (3 6 
3mg) N-y7fMM7SF (6ml) KJSflPU fcrnW^W 

A (3 6 3mg) ££nx., **SlJRTSITl*lMfL&. MEE~R£«££@3c 

®SLT#bnfci$ (Hlrag), M^TJU^A (2 1 9mg). 3>7ltfh 
^-n-^Wyt'^A (12rag), N — ^JPaftiJ > 

(14 8mg) £N, N-y^fJl/^M7S K (5ml) fC»*L7 0 
ttlWlfc. «JETJSM££®£L, f^n^gg^^K^n^nn^l/A 

»Stt&3K$£, ^an^yA/y^/-^ (10/1) •CSirsiiy'J* 
WOTh^yy^-CcfciJiUl, SfiOMSlOlmg, iK^5 5% 
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'H-NMR (CDC 1,, 4 0 0MHz) : (5 2. 17 (s, 3H), 2. 28 (s, 
3H), 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 86-6. 90 (m, 1H), 6. 96-7. 06 (m, 3 
H), 7. 16 (s, 1H), 7. 43 (s, 1H), 7. 57 (s, 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d, J = 5. 4 
Hz, 1H) 

mMM5 4 : N- (2-^DD-4- {f6 h^>- 7 - (2-* h^->X 
h*is) -4-^;U;^y} 7i-Jl/) — N ' - (2, 4 - j/^l/^D 7 
x^JU) OUT 

^^UTJI/^S/K (2m 1 ) fcTkSSffc^hU^A (6 Ow%, 1 5 3mg) 
SAP*., 6 0 , CT3 0»ft^«Sil:b, 4-75;-3-^DD7x;-JH 
&4£ (3 4 3mg) SrjbQA^ifiT 1 0#Jft#Lfc. ^Kl^^yUM^S/ K (2 
ml) ML^4-^nn-6-/h + >'-7- + + 

7U> (254mg) £in*. 1 1 0*CT— 06«#L&. Kfam\Z7k&liaX.9 u □ 

*;i/A/7-feh> (7/3) TSR!t5'> l J*Wn7^77Y-l:«fcO« 
ML, 2-^7DP-4- {[(6 N + 7 - -4 
- + /UJ^y) 7-'J>*±4l«*tt5S^*3 3 2mg*ftfc. -to 
"5 "5 8 3mg&^nD5jN;i/A (5ml) Kl?g3?U 2, 4-^7^071^ 
-TVyJt-h (3 2 wl) SiHlAT— BftSn^iggSL^:. «JET»«Sf?5feLT 
H^nfcSS^, &nn7tv\,&/7* b> (2/1) tllTSy'J^yj^n 

'H-NMR (DMSO-d,, 4 0 0 MH z ) 5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4 - 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m, 2 
H), 7. 42 (s, 1H), 7. 50 (s. 1H), 7. 51 (s, 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d, J = 9 . 0Hz, 1 H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 
mmM5 5 : N- (2-^PD-4 - {f6-^ h4^>-7- (2-* h^->X 
h^5» -4-^y'JJHt^-» — N [ - (2 S^y7x-;i/) 

z/yt^JlXJUfc^i/ H (2ml) fC7]<^fb^ h U >7A (6 Ow%, 1 5 3mg) 

£2joa, 6 o°CT3 o^«j^^iatcL, 4-7$;-3-i7D07x;-;n 

(3 4 3mg) SJflAMTl 0#j*#Lfc. #(C^*^;!/X;i/**-> K (2 
ml) }'^^b^4 -£nn- 6 h4^>- 7 - + ^ 

7U> (254mg) 1 1 Ott-M^tL SlS^tCTK&iDx.^ □ □ 

*;i/A/7izh> (7/3) -vmWT2>zsV%5'fo>7n'?btf77>( — lz£K>&l 
®!U 2-^DO-4 - {[(6 h^>- 7 - -4 
- + /UJl/]^y) 7-'J>S±4fi!S«i:t5jB^«3 3 2mg*ftfc. 
•5^8 3mg£^ A (5ml) £igfi¥U 2 F^-/7i-JK V -> 

7:7— h (35M) *in*T-lftinfR»8KL£. «iETfiSF«&e*LT»en 
^OD*M/7th> (2/1) TIPit5y'J*Wn-7h^ 
77^f-l:J:DIISL 1 il^M3 1mgifc„ 

'H-NMR (DMSO-d«, 4 0 0MHz) <5 3 . 7 5 - 3. 7 7 (m, 2H), 
3. 90 (s, 3H), 3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 
2 4- 7. 2 7 (m, 1H), 7. 42 (s, 1H), 7. 48 (d, J = 2. 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 99-9. 
0 3 (m, 2 H) 

^»J5 6:N- (2, 4-^7MD7x^;i/) — N ' - (4- (f6-^h 
*i/-7- (2-^^-/I^y) -4-^7'JJH^y} -2, 
^;p^ji-;w) r?Ix7 
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N- (4- {[7- (^>i>*;i/^5» -6-/h + y-4- + yjj^y} 
-2, 3-/^^7i-^) — N ' - (2, 4-y7MD7iZJH ^1/7 
(2 1 3mg) £N, N-y/fMM7$ K (5ml), h , Jl?Jl'7$> ( 1 
ml) KJgfl¥U Tkmik^^WA (4 0mg) 7K*#H5CT^ffl"r— 

JEET*«*e*LT»5nfcaS 184mgO5^09Omg^N, N-v 5 *?- 
^*M7 5 K (1. 5ml) fC?g#?U tZlzmWtfj U ^ A (3 2mg), 3^ 
fk-x h 7- n -7"5 L ;i/T> ; E-^A (7mg), 2 -^a^X^W^X-rJb 
(3 2mg) £fln*., 7 0tT-»Uc. J**S*fcflS?PifcH&**?- h 'J #A 

-e&JSLfc. «JEET»ttES:S*LT»enfca$S, ^ □ n*;UA/7-fe h >( 2 
/l) Tlflt5lIyU*yj^DYhy s 77^-i:J:0IIIU > ^S©^ 
1 1 0mgf#fc o 

'H-NMR (DMSO-ch, 4 0 0MHz) : 6 1 . 9 7 (s , 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, 1=4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 (d, 
J = 5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 22-7. 31 
(m, 1H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m, 1H), 8. 36 (d, J = 5 . 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 
mmffl 5 7 : N- (4 - (r6-^h^v-7 - -4 
-^7'j;H^y) -2, 3-^^f;i/7i^l/) — N ' - 

N- (4- {[7- (^>zS)l*lrzs) - 6 - * h * > ~ 4 - * / U ;t^* ~>) 
-2, 3 -N' - (2-^h + y7x~^) ^1/7 (16 
1 mg) £N, N-y/fM^A7S K (4ml), h iJX^7S > ( 1 m 1 ) 

tc»»L, TfcKfls/i^s^A (3 2mg) £in>L, TK^fflmT^ia-e— M# 

i^@SLTibtlfci$ 2 2 3mg©3^©l 1 Omg £N, N-zSX^Jlfc 
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;i/AT5 H (1. 5ml) £»#U f^l:»U *7A (2 3mg), 3<7ft^ 
h^-n-y^;i/7> ; E-^A (5mg), 2 -7*ntif JMf Jl/X-ril/ (2 

3mg) &m?L, 7 ow-mmftLtzo Kjfcmizmumm7mi-hv<yA7kfe 
i) ~cmffi^-z>nm~> i )fiY)i<?u-? htf^y^-iz^vmrnv, mmcoit^ 

£ 8 9mg||fc. 

'H-NMR (DMSO-di, 4 0 0MHz) : 5 2. 00 (s, 3H), 2. 1 
7 (s, 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H), 
3. 90 (s, 3H), 4. 22 (t, J=4. 2Hz, 2H), 6. 19 ( d , 
J = 5. 1Hz, 1H), 6. 81-6. 88 (m, 2H), 6. 94-6. 97 
(m, 2H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 (d, J = 8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz, 1H), 8. 48 (s, 1H), 8. 58 (s, 1 H) 
nMM5 8 : N— (2, 4-y7MD7i_^) — N ' - (4 - {[6 
is- 7- (2-^h^yIh^y-4-^yj^] -2, 
~7x.~)l) QUT_ 

N — (4 - {[ 7 - (s<>z/)lJr*is) -6-^h + y-4- + y'JM t^y} 
-2, 5-y7^7xr;l/) — N ' - (2, 4-y7MD7i^) 
(3 6 6mg) £N, N-y^fj^Jl/A75F (6ml) fCjgfi?U zk^ffcA' 
^>*^A (3 6 6mg) *m7L. 7j<i#i^TS?aTlM^Lfc„ MJ£T?£S 

^^^l^dp^^a, y-juizmML, -t?^ h-mmLfco &\z. meet 

mm&m^lsT&ZnfzmtS (2 l 3rag), m^U^A (l O 9mg), 3«7 
h^-n - ^Jy^-aA (12mg), 2 -7*ntX^;Mf )H-f 
;U (40m 1 ) £N, N-y/fMM75 K (5ml) t:it«L7 0<CT 1 
M^L7c 0 MEETi£*££S5feU # «=>nfcg?£ (ctK^SpA £ □ □ *;i/AT«tfi 

&3»£&, ^od*w/5/-^ (lo/D -vmm-r&mmi'Vtit'ji'i? 
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'H-NMR (CDC 1 3 , 40 0MHz) : <5 2. 17 (s, 3H), 2. 26 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H), 4. 03 
(s,3H), 4. 34 (t, 3=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 57 (s, 1 
H), 8. 05-8. 14 (m, 1H), 8. 46 (d. J = 5. 4Hz, 1 H) 

naftffiffi. (ESI-MS, ra/z): 5 2 4 (M' + 1) 
mmW5 9 : N- (4- {[6-* h*->- 7 - (2-> h^ylh^y) -4- 
±J_!JJd -2, 5-^fJ|/7i-;|/) — N ' - (2-^h^y7x 

N- (4- {[7- (^>S?;i/;t4^» -6-* h^y-4- + /UJH 
-2, 5-y7^7x~W -N' - (2-^h + y7x"JW *5VT (3 6 
3mg) £N, N-y/fWA75H (6ml) KjgftpU TkKKfc/t^v^ 
A (3 6 3mg) £:7Jn;i> 7K*3?ffl^rFgi&T 1 L7c. «JBET»«E*S* 

m&lsT&ZtlfzmtS (1 9 lmg), mmts^)^K (llOmg), aVitrb 
^-n-y^)lT>=E^A (1 2mg), 2 -7'ntIfJl//^x-r^ (8 
Omg) £N, N-y/^MJl/A75H (5ml) ML70t:Tl» 

£, 7DO*M//^y-^ (10/1) Tfflt§SlyiJ*mP7h 
7^7 J -IZ^Ommis, mm<D{k£V!}Z: l 2 8mg, i«7 6%Tf#/r 0 
'H-NMR (CDC 1,, 4 0 0MHz): 52. 17 (s, 3H), 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4. 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s, 1H), 7. 43 
(s, 1H), 7. 56 (s, 1H), 7. 58 (s, 1H), 8. 12-8. 17 
(m, 1H), 8. 45 (d, J = 5. 1Hz, 1 H) 
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nmftVtm (ESI-MS, m/z) : 5 18 (M'+ 1) 

mmme o:n- (4- U7- (^>y;i/a-^» -6-^ b*~>-4-*; 

-2, 3-i?*^)V7 3i-)V) — N ' - (2-^h^y7i-;V) 

4- {[7- -6-* h + y-4-^;'JJl/]t+y} -2, 

3 -v^^;i/T-U > (2 6 Omg) £N, N-y/fMM75 H (5ml) 
\zmffiVfz'&. 2-^h + y7xzMVy7t-h (116mg) £iO;tT^ 

•J*WD7hy7 7^-iao»fiU »^Ml6 9mg, iR2p4 
7 %Tt#7to 

'H-NMR (DMSO-d,, 40 0 MHz ) : (5 1. 99 (s, 3 H), 2. 0 
2 (s, 3H), 3. 83 (s- ( 3H), 3. 90 (s,3H). 5. 25 (s, 2 
H), 6. 18 (d, J = 5. 3Hz, 1H), 6. 81-6. 87 (m, 2H), 
6. 95 (d, J = 6. 1Hz, 1H), 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J =6. 1Hz, 1H), 8. 35 (d, J = 5. 3Hz, 1H), 8. 
4 8 ( s , 1 H), 8 . 5 8 ( s , 1 H) 

g|»J6 1 :N-{2-?DP-4-[(6, 1 - is* V ± is - 4 - ±± V" U ~ )V) 
tt±2 7x.-)l) — N ' - (2, 4-y'7MD7iZJH OUT 

2-2UU- 4 - [(6, 7 -i?* 4 - ^t'/'J-M ttz/] 7-U 

> (214rag) &700*^ (5ml) IdigflPLfc^, 2, 4-^yj^O 
7x-;KVy7t-h (180M) £in*.T 7 0 < CT"4^MLfc. -td 
K#fi<z)x— 7\>i/£jtjn*., tfrttJL£fcfcl8£K5iaiIifiU »M^i4 6m 
g, J»4 6 %Tt#7Co 

'H-NMR (DMSO-d., 40 0MHz) : 53. 98 (s , 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H), 7. 2 8 - 7. 3 7 (m, 
2H), 7. 40 (s.lH), 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1 H) 
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MMftVfM (E S I -MS, m/z) : 4 8 7, 4 8 9 (M'+ 1) 
ilfll 6 2 :N-{2-^PP-4-[(6, 7-ypt h^>- 4 ^tVjJ ~;|/) 
^-^->] 7x-JH — N ' -yPbf^^lxT 

2-/7PP-4- [( 6> 7-y/h + y-4-+t 1 /U-JW tf'+v'] 7-'J 
> (5. 13g) ^^np^A (100ml), h'JX^75> (5 0ml) 
fZ^Lfe^, ^nn^;i/A (3ml) tC^L/i MJ > (4. 5 9 g) 

£#DAT3 O^Jt^Lfc. mzn-7°u¥)VT^> (2. 7 4g) ^iJD^T, 

^gSbTflbn^l^S, ^nn*;i/A/^/-;i/ (5 0/1) 
6 4 %Tf#£io 

'H-NMR (DMSO-d«, 400 MHz): 60. 91 (t, J = 7. 3Hz, 
3H), 1. 41-1. 53 (m, 2H), 3. 05-3. 12 (m, 2H), 3. 
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J = 5. 4Hz, 1H), 
7. 22 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 46 (d, J = 2. 9Hz, 1H), 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1 H) 

m.WMfxm ( E S I —MS, m/ z ) : 4 1 7 (M 1 + 1 ) 
mtfoM6 3 : N- {4-r (6, 7 -is* h^>- 4 ZL*L±2l2l ^~^'>1^ 
jL-)l} — n' -JLT-JlsfUT 

4- [(6, 7 -it* h + y-4-+tyU^W ^=^>] T^U> (5 Omg) 
^^□D^A (3ml), hUlf^7 5> (0. 2ml) {^fi?Lfcf£, ^P 
n7ts)lAlzmmisfc h 'J*X^>(5 Omg) ^tox.T^T3 0 £f B 1jf # l^c 
^l:xfJl/7 5>Ml (6 9mg) £ftD7LT, £ b t3^T— M# Lfc, K 

iS©^-&#i^l Omg, JK^l6%Tr#fe 0 
'H-NMR (DMSO-dB, 40 0 MH z ) : 6 1 . 07 (t, J = 7. 3H 
z, 3H), 3. 11-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 



WO 00/43366 



PCT/JP00/00255 



- 86 - 

3H), 6. 10 (t, J = 5. 4Hz, 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 (br, 1H), 8. 53 (s, 1 H) 
K*##f<I (E S I -MS, m/z ) : 3 6 9 (M + + 1 ) 
mmM6 4 : N- {4-r (6, 7 ->>^ h^->- 4 — )V) Or^Y? 

— n' -y°nE)lvU7 
4- [(6, 7-v^ h + tti/] T-U> (5 Omg) 

S^DO^A (3ml), h'JXfJl,7 5> (0. 2ml) fc^bfcf^ V u 
n^jlAlzmMLfc b <J*X¥> (5 Omg) £ftO;iT^ST 3 0 #f?J3jf # Lfco 
^l:7°Ot:^7S> (2 1/i 1) £DP7LT, $ b K^i&T— Lfe„ SJtStt 

»ft^30mg, 

1 H-NMR (DMSO-ds, 4 0 0 MHz) : 60. 89 (t, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t, J = 5. 9Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 48 (br, 1H), 
8. 5 3 ( s , 1 H) 

Si^flfl (E S I -MS, m/z ) : 3 8 3 (M + + 1 ) 
^M^iJ6 5 : N-7*^;i/-N' - (4~r(6, 7 - b ± ^~ 4 r±± V* U — 

4 - [(6, 7 -v^ h^v- 4 T-U > (5 Omg) 
S^nn^M (3ml), h'Jx^7 5> (0. 2ml) tc&MPLfc^ 
nsfc;PAtc:»#Lfc h U^y>(5 Omg) $iD^TMl!3 0$NHHI#Lfc. 
*C^7 5> (22m 1) Srtin^T, Setllt-lftjltliLfc. KlSSKt 

^^y-;i/^*pA, & nns^;PA/^^y— ;i/TJSWrSHPLCfc«fc»3»»L, 

'H-NMR (DMSO-d 6) 40 0 MHz) : 60. 91 (t, J = 7. 3H 
z, 3H), 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5. 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br, 1H), 
8. 5 3 (s , 1 H) 

5t§##rtt (E S I -MS, m/z) : 3 9 7 (M + + 1) 
mmm_6_6 :N- {4-r (6, 7-y^^^-4-WJ-^) ttl/\7 
-N' -^>f;^i/j 
4- [(6, 7->?y ^~>] T-U> (5 Omg) 

£^np*;PA (3ml), hUX^7S> (0. 2ml) fcigtfL&tg, 
n3ft;kMCig#gL?t h 'J*7>ir> (5 Omg) £flnAT^j&T3 0 ;frP B 1jft££ L/i 0 
*(C7 5^7 5> (26// 1) £ £ fc&fflT— Lfz, Kf&tiUz 

Mm<Dik%®)&2 lmg, IK^3 0%Tf#fco 

1 H — NMR (DMSO-de, 400 MHz): 60. 89 (t, J = 7. 1H 
z, 3H), 1. 2 7 - 1. 4 7 (m, 4H), 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d, J = 9. 0Hz, 2H), 

7. 37 (s, 1H), 7. 46 (d, J = 8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 47 (br, 1H), 8. 53 (s, 1 H) 

K*#flfffl (E S I -MS, m/z) : 4 1 1 (M + + 1) 
^Mffi]6 7 : N- (sec- ~N' - {4~r (6, 7 - h^->- 4 - 

4- [(6, 7-5>* K*i/-4-WJ=;W T-UX5 Omg) 

^^nD^A (3ml), h'Jl^7 5> (0. 2ml) Kigfl? Ufc^g, 
n*;i/A»C*»Lfc h U^y>(5 Omg) ^fln^T^iST 3 0 a-|HJiR#Lfc. 
^Klsec-^^TS > (2 3m 1) ^iO^.T, $ 6 Kl^T— HftflRJ* L/C. SJft 

?£tcy ^y — an*., £ n D*;UA/y d? y— ;i/TiiMT§HPLCfCcfc K>mm 

U ii©fb^#)^3 3mg, «4 9%Tt#fco 

'H-NMR (DMSO-de, 4 0 OMHz) : 6 0. 8 8 (t, J = 7. 3H 
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z, 3H), 1. 08 (d, J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H), 3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J=8. 1Hz, 1H), 7. 15 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 38 (s, 1H), 8. 53 (s, 1 H) 
ft*##HS (E S I -MS, m/z ) : 3 9 7 (M + + 1 ) 
nffiM6 8 :N-7'J;U-N' - {4-f (6, 7 - ^'>~ 4 U - 

4- [(6, h^y-4-+tV*'J^) ttzs] T~U> (5 Omg) 

$r^7DD^;i/A (3ml), h'JX^7 5> (0. 2ml) fc»A¥Lfc&, ^ n 
□ ^;i/A(3^Lfc h U*xy> (5 Omg) ££n;LT^-e3 o^raflR^Lfe. 
^:7U^7 5>M1 (3 1mg) ^in^T, $ S ICgffiT-Gfe&^L*:. S 

®!U giO{fc^ftS;2 1mg, JR8p3 3%Tf§fc. 

'H-NMR (DMSO-dn, 4 0 0MHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 07-5. 21 (m, 2H), 
5. 8 4- 5. 9 2 (m, 1H), 6. 28 (t, J = 5. 6Hz, 1H), 7. 
16 (d, J =9. 0Hz, 2H), 7. 38 (s, 1H), 7. 47 (d, J = 
9. 0Hz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s, 
1H) 

RIMfi (ESI-MS, m/z): 38 1 (M + + 1 ) 
§l»!l6 9:N- {4-f (6, 7-^h^y-4-WJ^) **±3Z 
— — N' - (2 -;7°a fcf-;U) t7UT 

4 - [(6, 7 h**>-4-*^/y:^;i0 ^f>] T~ 'J > (5 Omg) 

£^nn*;t/A (3ml), h'Jx^;PT$> (0. 2ml) izmmvitfc* 9 u 
Ufc)lAlzmffil>fz MJ**y> (5 Omg) £jbn*.T^i&T 3 0 #|HJift# Lfc. 
^tyP/^WJS^ii (3 1mg) £#n*_T, 

feo s^^tc^^y — ju^ijua.. ? pd^a/^ ^y— ;i/-eM^-r-g>HPLctc 

ckOWgiU &M<Dlk&V!l&2 6mg, «4 1 %TWc 0 'H-NMR (DMS 
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O-ds, 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 89-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9Hz, 1H), 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J = 8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53 
(s, 1H), 8. 6 8 (s, 1H) 
MMftffim (ES I -MS, m/z) : 3 7 9 (M + + 1) 
g||rfiffi)7 0 : N- (2, 4 - > ? 7;U^P^>^;1/) - N ' - (4-f (6, 7-=J 

4- [(6, 7 ^y-4-WJ-;W t+y] 7nj>(5 0mg) 

tt$UuK)VK (3ml), h'JI^7 5> (0. 2ml) }ZfeMlsft&* 2 U 
aftjU&izmMLfz h'J*7y>(50mg) *MTSi&-?3 0#IWHft#Lfc. 
#(~2, 4-y7j^O^>y>7>> (22M) &M?LT. SSfcM-C- 

'H-NMR (DMSO-d fi , 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 9 8 
(s, 3H). 4. 3 2 -4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1 H), 7. 3 7 (s , 1 H), 7. 4 0 - 7. 4 4 (m, 
1H), 7. 48 (d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 52 
(s , 1 H), 8. 6 9 (s , 1 H) 

Mmftffim (ESI-MS, m/z) :4 6 7 (M + + 1) 
■mnmi I :N~ U-r (6, 7-y/^y-4-^t'/U-;i/) ^^'>1^ 
x^Jj/j -N' - frl^y 

4- [(6, 7-*J* h + y-4-^/U^) t+y] 7nj>(5 0mg) 
^^ DD *^ (3ml), h'Jl^)l/7 5> (0. 2ml) pa 
nftJIAlzmMLfz h U*xy>(5 Omg) £fln*.T^i&T 3 0 #|HMK#Lfc. 
Jfcfc2, 4-y7MD-(>yW$> (3U1) ^Un^T, £SK^i&T- 
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'H-NMR (DMSO-de, 40 0 MH z ) :3. 42 (s, 2H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 27 (m, 3H), 7. 38 (s, 1H), 7. 57 (s, 1H), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8 - 7. 9 2 (m, 1H), 8. 46-8. 

48 (m, 1H), 8. 54 (s, 1H), 8. 8 7 (s, 1H), 12. 19 (s, 

1H) 

RiMI (FD-MS. ra/z): 43 1 (M + ) 

; N- (2, 4-y7MD7x^) -N' - f4-f (6. 1 -V 

4- [(6, h + ->-4-+^-y''J-;i/) 7-UX5 Omg) 

S^POTts^A (3ml) 2, 4-i?7Mn7x^KV'>7 

±— h (2 4 /zl) SJn^T-ttil^L/fc. WHJL&iBfi&jPK, 
I0fb^5 5mg. ««7 2%Tt#£: 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 3. 9 8 (s , 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 1H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H), 
8. 5 1-8. 5 4 (m, 1 H), 8. 5 4 (s , 1H), 9. 11-9. 1 2 (m, 
1 H) 

WMfrtftM (E S I -MS, m/z) : 4 5 3 (M + + 1 ) 

mmM7 3 : N- {4-r (6, 7-y/h^y-4-^t'/'J-Jl/) ^^17 
— N' - (4-7;^D7xZ^) 2-kZ 
4- [(6, 7-^^ S + ;W t^]7-'JXS0mg) 

^^dd^A (3ml) IzmMLfzm, p-7)I/t07x-;KVy7t-h 
(2 3m i) iftfti&affiLfc. ;|/SAda, ^no* 

3*3 6 %Tf#fc. 0 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 11-7. 15 (m, 2H), 7. 22 (d, J = 8. 8Hz, 
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2H), 7. 38 (s, 1H), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 54 (s, 1H), 8. 72 
(s, 1H), 8. 7 5 (s, 1H) 

KS##tM (E S I - MS, m/z ) : 4 3 5 (M + + 1 ) 

mm&LLA n- {4-r (6, 7 --^^ h^->-4-^^-yj -;|/) £^J_7 

-N' - (2-^fJl/7x^) -^1/7 
4- [(6, 7 -^p< h^>-4-+±V*U -;[/) 7-U> (5 Omg) 

£^nn*;UA (3 ml) }C^L-7cl£> o- h)l-r)l-( 7 x7t- h (25 m 

'H-NMR (DMSO-de, 40 0MHz) : 2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s. 3H), 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H), 7. 22 (d, J = 8. 8Hz, 2H), 7. 38 (s, 
1H), 7. 5 4 - 7. 5 6 (m, 3H), 7. 8 3 - 7. 8 6 (m, 1H), 7. 
93 (s, 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
Si^tfi (ES I -MS, m/z) : 431 (M + + 1) 

mmm7 5 :N~ (4-r (6, 7-y7h^->-4-^f'/'JZji.) ^^17 
j:-;^} -N' - (2-^h4 : y7i-^) frU7 

4 - [(6, 7 h^is- 7ZU > (5 Omg) 

£^7DD*;i/A (3ml) £JSA?Ljfc&, 2-^h^y7i-JKVy7t-F 

(2 7/zi) tiimpLT— mnammrnvrzo %.j&mz*? s—jv&ijux.. ^no* 

^A/^^y— ;U-eS^-r-2>HPLC(Cci;0*f^L, Sl0^i^3 4mg, IR 
$4 5 %T#7c.c 

'H-NMR (DMSO-d 6 , 4 0 0 MHz) : 3. 8 9 (s , 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 (d, J = 8 . 
8Hz, 2H), 7. 56 (s, 1H), 8. 13-8. 15 (m, 1H), 8. 2 
3-8. 24 (m, 1H), 8. 54 (s, 1H), 9. 40-9. 41 (m, 1 
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H) 

K*#flHl (ES I -MS, m/z):44 7 (M + + 1) 

^Sffil7 6 : N- (2-^DD-4-f (6, 7 - ypt h^->- 4 V*'J ~ 

;P) ^-^r^y ^-Ji} -n' -x^frl^T 

> (2 0 Omg) ZZnnftJlA (5ml), h Ux^75> (1ml) 
Vfcm, t7Unjfr)l,AlzmBVfzh , )*X'y> (17 9mg) £Jn*.TfiiaT3 
0^r^«^L7^ o ^tXfJl/7S>MI (2 4 6rag) ^JdAT, $ 6 iZ&M. 

H©ftt»*l 5 9mg, 'K^6 5%Tt#£ 0 

'H-NMR (DMSO-de, 400 MH z ) : 6 1 . 08 ( t , J = 7. 1H 
z, 3H), 3. 11-3. 16 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7H 
z, 9. OHz, 1H), 7. 39 (s, 1 H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 8. 02 (s, 1H), 8. 20 (d, J = 9. 3 
Hz, 1 H), 8 . 56 (s , 1 H) 

mm^mm (esi-ms, m/ z > : 403 (m + + 1 > 

gMMZ 7 : N-y^;u-N' -{2-^nn-4-r(6, 7 -y;* N^^-4 

2-/7PO-4 - [(6, 7-y^F + y-4-^tV' l Jx^) ^5>] T~U 
> (50mg) ^^DD*J1/A (5ml), hijx^7 5> (1ml) fCjgfAPL 
fct£, ^on*M[:i^L/fchiJ*xy> (45mg) ^MTl?ai!3 0^ 
FfJ1iR#L£:. ^CyfJl/7$> (22/zl) ££nx.T> ^bi:i'fiT3 0^1L 

3 Omg, JK^4 6 %Tf#feo 
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'H — NMR (DMSO-ds, 4 0 0 MH z ) : 6 0. 91 (t, J = 7. 3H 
z, 3H), 1. 31-1. 46 (m, 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t, J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 39 (s, 
1H), 7. 47 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

JfM^tfrft (E S I -MS, m/z ) : 4 3 1 (M + + 1 ) 

gMffl 7 8 : N- { 2 - ^7 □□ - 4 -r (6, 7 N4^>- 4 -^±V'U ~ 

;t/) t^y]7x^} -N' -^>f;Kl/7 

2-^p D -4- [(6, 7 -s?* h^v- 4 -^^-VU— )V) *lris] y-ij 

y (50mg) £ ^ n n ^;PA (5ml), MJ x^;i/T ^ > (1ml) IzfeM L 
^nnrt^AKigflPLjfc h 'J*7^> (4 5mg) &jbD;tTgi&T 3 0 # 

nn*ji/A/^y-ji/TMT£HPLC{i £D*iKU mmo){[:^^ 
3 3mg, 1R^4 9 

'H-NMR (DMSO-de, 4 0 0 MH z): 6 0. 90 ( t , J = 7. 1H 
z, 3H), 1. 2 4- 1. 3 4 (m, 4H), 1. 4 3- 1. 4 8 (m, 2H), 
3. 08-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 97 (t, J = 5. 1Hz, 1H), 7. 23 (dd, J=2. 7Hz, 9. 
0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2 . 8Hz, 1H), 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9. 0Hz, 
1H), 8. 5 6 (s, 1H) 

li^ti (E S I -MS, m/z ) : 4 4 5 (M + + 1 ) 

jli 7 9 : N~ (sec-y^-fr) ~N' - (2-^DD-4-f (6, 1 - V * 

2-/70D-4 - [(6, 7 -~J* b^ris- 4 'J — ;U) 3^>] T~'J 

> (5 Omg) ^^DD^M (5ml), h iJiW5> (1ml) fCfg$?L 
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fz'&. ?naft)l&lzmmLfz.bV*xy> (4 5mg) £;!JP*_T^ST3 0# 
mmWVfZo &\Zsec-y^)VT^> (2 3^1) £;&Px.T, £<ofc:^gT3 0 

1 H — NMR (DMSO-d B , 4 0 0MHz) : <5 0. 89 (t, 3 = 7. 6H 
z, 3H), 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m, 
2H), 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H). 6. 88 (d, 3 = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2 . 7Hz, 
1H), 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d, J = 9. 0 
Hz, 1H), 8. 5 5 - 8. 5 6 (m, 1 H) 
MMfttirW (E S I -MS, m/z ) : 4 3 1 (M + + 1 ) 

HMM8 o •• N-y u;i/-N' - (2-^00-4 -r (6, 7 h^->- 4 

> (5 0mg) Sr^nn^;UA (5ml), h'JxfJP7$> (1ml) CirgfifL 
ZunftJUAlzfeMLft h V*xy> (4 5mg) £2JP*_T^.T3 0# 
mm&Ltz. ^C7U;P75>I11 (2 1mg) £*P*.T, S5l:Sfi7 3 0 

rcmz&ZnnftjUA/*? y-)UT*MfflT%HPLC\z£r)ffimL. mmwtti 

'H-NMR (DMSO-d fi , 4 0 0MHz) : 3. 7 6 - 3. 7 9 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5 - 5. 9 4 (m, 1H), 7. 11 (t, J = 5. 4Hz, 1H), 7. 
24 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 
49 (d, 3 = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 14 (s, 1H), 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

nmftffim (ESI-MS, m/z):415 (M + + 1) 

^MM8 l:N-{2-^an-4-r(6, 7 b^rzs- 4 -^^V'J ~ 

)V) ?f=>Fz/}7 3L-M -n' - (2-y°U\£~)] / ) t>VT 

2-/7PO-4 - [(6, 7 -V* h^'>-4-^±l/U-;U) :*3^>] 7nU 
> (50mg) ^r^np tfc^A (5ml), MJ 5 > (1ml) Izfeffi L 

^on^A(:^lfchU^^r> (4 5mg) £jjn*_T^ST 3 0 # 

RSJ«#L&. ^i:/D/tK;i.7$>«iSl (2img) £2jo;Lt, SSKM 

1 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 16-3. 17 (m, 1H), 
3. 9 3 - 3. 9 5 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s. 1H), 7. 50 (d, J = 2 . 7Hz, 1 H), 
7. 55 (s, 1H), 8. 16 (d, J = 9. 3Hz, 1H), 8. 18 (s, 
1 H), 8. 5 6 (s , 1 H) 

li^tt (E S I - MS, m/z ) : 4 1 3 (M + + 1 ) 

llljjLgU 82 :N- (2-^aD-4-r (6, 7 - h^>- 4 -^f'/'Jz 
)V) ^-=^'>l^x_;P) -N' - (2, )l>-*UsQz/)l) 

2-VUU- 4 - [(6, 7 -=J* h^->-4 - + tl/'Jz;P) 7-U 
> (50mg) J^dd A (5ml), h U X.^)VT ^ > (1ml) iZfeM L 
^PnifolkMCJSfiPLfc h 'J*xy> (4 5mg) &2jD;%.Tg£flT 3 0 # 
MI*#L&. ^C2, 4-y*7MD^>y^7$> (22M) ^*n^.T, $ 

4 %T#7Co 

'H-NMR (DMSO-da, 4 0 0 MH z ) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 3 3 -4. 3 6 (m, 2H), 7. 08-7. 12 (m, 1 H), 
7. 2 2 - 7. 2 8 (m, 2H), 7. 39 (s, 1H), 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 18 
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- 8 . 2 0 (m, 2 H), 8. 5 6 (s , 1 H) 
Si^*rl (ESI-MS, m/z): 50 1 (M + +l) 

3 : N- {2-^DP-4-r (6, 7 - >>';< M^v- 4 -^rj-'/O ~ 
Jl) *3risl7x.-)l} -N' ~ (2-\H)V)\,*J-)V) ry UT 

2-ZUU- 4 - [(6, 7-y^h^y-4-WJZiW ^~>] 7~iJ 
> (50mg) ZZnufrJUA (5ml), hUX^75> (1ml) izMML 
7cf£> ZUU^fr^lzmmisfz h U^xy> (4 5mg) ^MT^t3 0^ 
Ma^Lfc. (^^7$/) b?U^> (19M) ^JQ^T, 

U mm<D<t'&'&}$:2 6mg, «3 7%Tt#7c 0 

'H-NMR (CDCh, 400 MHz): 3. 51 (s, 2H), 4. 07 (s, 

3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H), 7. 19 (dd, 

J = 2. 7Hz, 9. 0Hz, 1H), 7. 35 (s, 1H), 7. 36 (d, J 

= 2. 7Hz, 1H), 7. 54 (s, 1H), 7. 76-7. 81 (m, 1H), 

8. 3 8 - 8. 4 3 (m, 1H), 8. 56 (d, J = 9 . 0Hz, 1H), 8. 

64 ( s , 1H), 13. 53 ( s , 1H) 

KH^tfrfi (E S I -MS, m/z ) : 4 6 6 (M + + 1 ) 

glMffi)8 5 : N- { 2 - ^DD-4-r (6, 7 Z-E* N4 1 ^-4-^t t /'Jr 

;i/) t^Pyl7xZJ|/} -N' - (4-7il/tD7i^) ^7 

2_/7pp_4_ [( 6> 7 ^~>- 4 -^yij ^-^~>] 7-U 

> (5 0mg) ^^DDMA (5ml) IzmMLfcfe. v -7 )lJrU7 x.~)V 
■IVisTJ—h (21/il) $MT6 0gT:lBtFWLfc„ f/fffi Lfc^^ 
tt$t. #fe#U ^!IcD{£"&#j£ 5 7mg, JR^ 8 1 %T#7c.o 
'H-NMR (DMSO— dfi, 4 0 0MHz):3. 9 8 (s, 3H), 3. 99 
(s, 3H), 7. 13-7. 1 7 (m, 2H), 7. 30 (dd, J = 2. 4H 
z, 8. 8Hz, 1H), 7. 40 (s, 1H), 7. 48-7. 51 (m, 2H), 
7. 55-7. 56 (m, 2H), 8. 21 (cl, J = 9. 0Hz, 1H), 8. 
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3 1 (s, 1H), 8. 5 7 (s, 1H) 

K*#*?4fi (ES I -MS, m/z) : 4 6 9 (M + + 1) 

: N- {2-^7DD-4-f (6, 7 - S^pt h^5>- 4 — 
^-^->17^-;i/} — n' - (2-^h^y7x-J0 
2 - [(6, 7->>^ h=lrV-4-^^-VU-;i,) ^~>] TX'J 

> (5 0mg) ZZnnfcJlA (5ml) fC^LTc^ 2-^h^y7xZjl, 

fb^fe&3 9mg> *»5 4%Tl#7c.o 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 9 0 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 40 (s, 1H), 7. 54 
(d, J = 2. 7Hz, 1H), 7. 56 (s, 1 H), 8. 09-8. 16 (m, 
2H), 8. 58 (s, 1H), 8. 9 6 - 9. 0 2 (m, 2 H) 
K*##tM (ES I -MS, m/z) : 418 (M + + 1) 

7 : N- { 2 -^PP-4-f (6, 7 - V* h^->- 4 -=^±V"'J ~ 

^-^->17 3i— — n' - (5-^np-2-bfU>?;iO ^t/j 
2-/70P-4 - [(6, 7 -J?* h^i>-4 -3^/11 x;|/) ^-^i>] T— U 
> (50mg) ^r^PP A (5ml), MJ 5 > (1ml) izMffi L 

/tfg, ^7 p nyisJl/AltZMMl'fc. b U ^X^> (4 5mg) SMtIi&T3 0^ 
IBJ«#l>£. #£2 -757- 5 -i7PPtfU> J > (2 3mg) £#n*.T\ 

^ATftttiL, ^op^;i/A«^M7l<{5fE^^hU^A-e^;^L^o METi^i 
£ @ ^ L T ft b n 7c 33 $ & ^ p p * ;p a / ;* $> J - )V T? Jg ffi T S H P L C I C <fc 0 ffi 
3BU mm<Dfc'&W& 3 9mg, JK^5 3 %Tf#7ci. 

'H-NMR (DMSO-d 6 , 40 0 MH z ) :3. 98 (s, 3H), 4. 00 
(s, 3H), 7. 33 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 40 
(s, 1H), 7. 4 3 - 7. 4 8 (m, 1H), 7. 56 (s, 1H), 7. 60 
(d, J = 2. 7Hz, 1H), 7. 91 (dd, J=2. 7Hz, 9. 0Hz, 
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1H), 8. 35 (d, J = 8. 8Hz, 1H), 8. 40 (d, J = 2 . 4Hz, 
1H), 8. 58 (s, 1H), 10. 17 (s, 1 H) 
nmfttitm (ES I-MS, m/z) : 4 8 6 (M + + 1) 

mmM8 8 :N- {4-r (6, 7-y^h^y-4-^7'J-;i/) ^->1- 

2 — ~7 n ~7 x. ~ )}/} — n' -yahf;^^i/T 

4- [(6, 7-^^ h + ^>-4-^^yj^;U) ^~>] -2-7^D7- 
'JX50mg) ^^dp^A (3ml), hUX^75> (0. 3ml) I; 
mffilsrz'&, ^DD7fsMi«LfehiJ*xy> (4 7mg) $Jdx.TS£T 

3 0^rWUfc. *C7'D^75> (20wl) $j&P^.T. £bfC^T- 
f&Jf^Lfc. KJ&mz*5> J-)lt:1iWPL, 7anMA//^y-jl/tSlt-5 
HPLCfCetOm^L, II©fM^9mg, iR$14%tl#fc. 
'H-NMR (DMSO-d B , 40 0 MH z ) :<50. 90 (t, J = 7. 6H 
z, 3H), 1. 4 3 - 1. 4 9 (m, 2H), 3. 05-3. 10 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1H), 7. 27-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m, 1H), 8. 55 (s, 1 H) 
li^fft (E S I -MS, m/z ) : 4 0 1 (M + + 1 ) 

H»J 8 9 : N-y^JU-N 1 - {4-r (6, 7 - i?X 4 -=s^y"u - 

4- [(6, 7 4-*1~Vi)-)l) st^-is] - 2-7MD7- 

U> (50mg) ^7PD*M (3ml), NUX^7S> (0. 3ml) I; 

7on^l/A(:i§)g L7c h U^7;y> (4 7mg) ^iD^TMT 

3 0#fflfl&#Lfc. ^fd^;i/T5> (24// l) £ S fCgMT-lft 

PhCiZ^OmmL, 2 5mg, M3 8%Tt#Jto 

'H-NMR (DMSO-dH, 4 0 0 MHz) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H), 3. 09-3. 13 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 58 (t, J = 5. 6Hz, 
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1H), 7. 0 4- 7. 0 7 (m, 1 H), 7. 28-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6 - 8. 2 8 (m, 1H), 8. 55 (s, 1 H) 
li^M (E S I -MS, m/z) : 415 (M + + 1 ) 

mffiM9 0 : N- (sec-y^P) -N' - (4-f (6, 7-^^h^->-4- 

4- [(6, 7-y/h + y-4-^/U^) ^+^] - 2-7MP7r 
U> (50mg) Bdd (3ml), HJ X^UT" 5 > ( 0 . 3ml) [3 

mmvr^ms ^□□*;i/A{:j§ib/:hu^xy> (4 7mg) £in*.T^-e 

3 0#fmjt#L;to ^(Csec-y^;i/T5 > (25M) ££nAT> ££lc^2& 

t— m&ftvfro fcj&m\z*? s—jis&nax.* ^nD^M/^^y-j^iii 

T^HPLCtCJ: D^fML, tl^tl^l 2mg, 1 8 %Tt#fe 0 
'H-NMR (DMSO-d.,4 0 0 MHz ) :0. 89 ( t , J = 7. 6Hz, 
3H), 1. 0 8 (d, J = 6. 6 Hz, 3H), 1. 3 9 - 1. 4 8 (m, 2H), 
3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 51 (d, J = 7. 6 Hz, 1H), 7. 04-7. 08 (m, 1H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, 1H), 7. 39 (s, 1H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H), 8. 56 (s, 1 H) 
S«##tM (ESI-MS, m/z):415 (M + + 1 ) 

HMiffij9 1 : N-7 U;i/-N' - {4-f (6, 7 - 4 -^y*'J X 

4- [(6, 7-y7h + y-4-+t , /'J-Jl/) -2-7MD7- 
U > (50mg) £ ^ n o *;U2* (3ml), h >J x^JUT 5 > ( 0 . 3ml) I: 
^Dn^AMUchU*X^'> (4 7mg) §Jn*TMT 
3 0«j$LL ^l:7U^7i>Ml (3 0mg) ^Ja^T> £bfC^y£ 

■T*HPLCt«fcO«f«!L, 1 8mg> W2 8%Tit. 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 7 5 - 3. 7 9 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m, 2H), 
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5. 8 4- 5. 94 (m, 1H), 6. 72 (t, J = 5. 9Hz, 1H), 7. 
0 6 - 7. 0 8 (m. 1H), 7. 3 0 - 7. 3 3 (m, 1H), 7. 39 (s, 
1H), 7. 54 (s, 1H), 8. 13-8. 18 (m, 1H), 8. 40 (s, 
1H), 8. 5 6 (s, 1H) 

«*#tfrte (ES I -MS, m/z) : 3 9 9 (M + + 1) 

gj»J9 2 :N- (4-r (6, 7 - h^>- 4 ZZ±±±£H ~)V) t±k±Z 

2-7;i/tn7xrjH -n' - (2 --fu\j-)Vj fri^r 

4- [(6, 7-i^ H + y-4-^/'J-^) - 2-7M07" 

U> (50mg) ^^dd^A (3ml), h'Jx^7 5> (0. 3ml) Iz 
mMLfzm, truntisfr&izmBLft HJ**y> (4 7mg) £;&PAT^T 
3 0^j»^l/fc. ^t^D/^^TS^SKtt (2 9mg) £#Px.T, £ <-> 
l:tfiT-ft«^l/fc. SJfc&KgSfn^&TfC^ h U ^AtK^^JP*.^ O 
;i/ATft&i±iL, ^7 o n*^Al^i7j<» h 'J ^A«l/:o «JBET»<tt* 

3 %Tf#7t. 

1 H — NMR (DM S O — d s, 4 0 0 MH z ) : 3 . 15 (t, J = 2. 4Hz, 
1H), 3. 91-3. 94 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 7. 07-7. 11 (m, 1H), 7. 33 (dd, J = 2. 4Hz, 1 
1. 7Hz, 1H), 7. 39 (s, 1H), 7. 54 (s, 1H), 8. 09-8. 
15 (m, 1H), 8. 4 7 - 8. 4 8 (m, 1 H), 8. 56 (s, 1 H) 
K*#*Jftt (E S I -MS, m/z ) : 3 9 7 (M + + 1 ) 

^»!)9 3 : N- (2, 4-y7Mn^>y^) -n' - (4-f (6, 7 - >>' 

4- [(6, 7-y/h + y-4-WJ^) t+->] -2-7;i/tD7- 
U> (5 0mg) ^^DD^A (3ml), h'JX^7 5> (0. 3ml) fC 
7g$PL7ct£, ^Pn*;UAfC?§^Lfc Mj3fc*$*> (4 7mg) SrS0AT^i&T 
3 0^lfc. ^t:2, 4-y7MD^>yJl/7$> (28/il) &JPX. 

Omg, iR$S2 6 %-cntzo 
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'H-NMR (DMSO-da, 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 99 
(s, 3H), 4. 34 (d, J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7. 2 1-7. 2 7 (m, 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s, 1H), 8. 
12-8. 16 (m, 1H), 8. 4 6 - 8. 4 7 (m, 1H), 8. 5 5 (s, 
1H) 

Sf*^#rffi (FD-MS, m/z) : 4 8 4 (M + ) 

HflSffiJ9 4 : N~ (2, 4-y7MD7xZJ» -n' - {4-f (6. 7-y 
* 4 -Jr-J-V'<J n-/l-2-7MD7xrjH ^UT 

4 - [(6, 7 -*J* -*c±W-)l) - 2-7MP7Z 

U> (50mg) Sr^DDtf^A (3ml) (3^L7c^. 2, 4->>^;U^-p 

7x-Mvy7t-h (2 9^1) zuaz.Teom'v-mm&Lrzo ffimLfam 

H£yHlX> MLil©f^5 0mg, ^ 6 7 %T^#7t. 
'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 98 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m, 1H), 7. 13-7. 15 (m, 1H), 
7. 2 9 - 7. 4 0 (m, 3H), 7. 5 5 (s, 1H), 8. 10-8. 2 3 (m, 
2H), 8. 57 (s, 1H), 8. 9 7 - 9. 0 4 (m, 2 H) 
MMfrffiM (E S I — MS, m/z ) : 471 (M + + 1 ) 

gj»iJ9 5 : N- (4-F (6, 7-y^h^y-4-^^/'J-^) ^^1- 
2-7i^n7xZJl/} ~ N' - (2-^f;[/7xr^) frUT 

4- [(6, 7->7h + y-4-^/U^) J*-*^] - 2-7MU7- 
U> (5 0mg) &7DO*Jl/A (3ml) (z?g^L7c^, o-hJKMVy 
T±— h (3 0^ 1) ?:^OAT60ST— M^Lfc. S^fC^ ^ y -^^ Jn^_> 

mg> iR^2 4%Tt#7c. 

'H-NMR (DMSO-d., 4 0 0MHz) : 2. 2 7 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m, 1H), 7. 12 
-7. 20 (m, 3H), 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s, 1H), 
7. 86 (d, J = 7. 8Hz, 1H), 8. 21-8. 26 (m, 1H), 8. 
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35 (s, 1H), 8. 57 (s, 1H), 9. 0 0- 9. 0 2 (m, 1 H) 
H*##HB (ES I -MS, m/z) : 4 4 9 (M + + 1) 

mmM9 6 : N- {4-r (6, 7-y^h^y-4-^tyj-^) ^->1- 
2-7MD7HJH -N' - (2 h^'>^x~;i/) r>txT 

4- [(6, 7 -5? j* N^>-4-*:M/U-;i/) *-^>] - 
U> (5 0mg) £^DO*;i/A (3ml) SC^Lfc^ 2-^h^y7i" 
JKVy7t- h (32mD £in^T60ST-B&j*# L7c. MJfcMtcy^/- 

^2 2mg, IK^3 0 %T#7c 0 

'H-NMR (DMSO-d 6 , 400 MHz):3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 8 - 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1H), 7. 40 (s, 1 H), 
7. 56 (s, 1H), 8. 12-8. 15 (m, 1H), 8. 19-8. 25 (m, 
1H), 8. 57 (s, 1H), 8. 7 5 - 8. 7 8 (m, 1H), 9. 26-9. 
2 9 (m, 1 H) 

nmfrtitm (ES I-MS, m/z) : 4 6 5 (M + + 1) 

glMtff!l9 7 : N- (4-r (6, 7 - ?J * h^->- 4 -^f/'J -;[/) ^->1- 
3-^^7i^l/} — n' -7"Db°J^l/7 

4 - [(6 , 7 ->?j* h*4^>- 4 -^^-VU pf4^>] - 3 -*^)VT- U 
> (SOmg) ^^odjJnJI/A (3ml), h'JX^75> (0. 2ml)K:j§ 
BLtzfe, ?nn7fr)UA\zmmLfzh0 7$-sXtr*> (4 8mg) ^inAT^Tr3 
O^M^LTto ^C7°Dt>7 5> (20M) £ft]*.T, ££>K:^i&T— Bfc 

'H-NMR (DMSO-d«, 400 MH z): 5 0. 89 (t, J = 7. 5H 
z, 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 08 (m, 2H), 3. 98 ( s , 3 H), 3. 99 ( s , 3H), 6. 13 ( t , 
J = 5. 4Hz, 1H), 7. 04 (cl, J = 8. 5Hz, 1H), 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1 H), 7. 36 (d, J = 2. 4Hz, 1H), 
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7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 50 (s, 
1H) 

KMftVrm (E S I -MS, m/z) : 3 9 7 (M + + 1) 
gl»J9 8 :N-7^JV-N' - U-r (6, 7 - y^ 
)V) t^yl-3-^^7i-;H 

4- [(6, 7-^h + y-4-WJ=;W ^S'] -3-^^7-'J 
> (5 Omg) 5^DD^A (3ml ), h ijx?^7 5 > (0. 2ml) f:^ 
fi?L7c^> *nnjfc;PAfc:»flPLfcMj3f?*y> (4 8mg) §MT^ilt3 
o#M«#Lfc. ^(i^;ut^> (24 W l) £iax.T> $e»fc^T— mm 

CiCj; DIfIL, il©{^^3 Irng, iK$47%T'ifc. 
'H-NMR (DMSO-de, 4 0 0 MH z ) : 6 0. 91 (t, J = 7. 3H 
z, 3H), 1. 2 9 - 1. 4 6 (m, 4H), 2. 03 (s, 3H), 3. 07- 
3. 1 2 (m, 2H), 3. 98 (s, 3H), 3. 9 9 (s, 3H), 6. 11 (t, 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d, 1=2. 3Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2 . 4Hz, 1H), 
7. 38 (s, 1H), 7. 58 (s, 1 H), 8. 39 (s, 1H), 8. 51 (s, 
1 H) 

SiMi (ESI-MS, m/z):411 (M + + 1 ) 

gjjflSffj 9 9 : N- (2, 4-/7MD7i^) - N ' - {4~r(6, 7 - 

4- [(6, 7-y7h + y-4-WJr;W ^J/] - 3 -^^7ZU 
> (5 Omg) Sr^DO^A (3ml) tC«*LfcSE, 2, 4-y7^D7 
x-JKVy7t-h (23tfl) ^JDiT, — «ftjQJ!fta«E Lfco ffftBLfcigS 
£8tlTX> 8fc#U »lt»59mg, iR* 7 9 %TWc. 
'H-NMR (DMSO-d., 4 0 0MHz) : 2. 07 (s, 3H), 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m, 1H), 7. 14 
(d, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m, 2H), 7. 39 (s, 
1H), 7. 43 (d, J=2. 4Hz, 1H), 7. 60 (s, 1H), 8. 07 
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-8. 14 (m, 1H), 8. 52 (s, 1 H), 9. 0 3 - 9. 0 5 (m, 1 H) 

(ESI-MS, m/z):4 6 7 (M + +l) 
m&Ml 0 0 : N- (4-r (6, 7 -V* h^ris- 4-*±W~)l) ?M^>1 
- 3 -*^)17 -N' - (4-7JI/tn7xrjl/) UUT 

4- [(6, 7 - y^ 4-*-fVV-)V) - 3 - * U 

> (5 0mg) Si'DD^A (3ml) fcig#L,&&, p-7MD7x^ 
-fV->7t-h (22M) S-JPAT, -5lto.lI&!Lf;„ tfrffl L£*£ii£an^ 
#fc#U »M^4 2mg > W5 8%Tf#7c 0 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 2 . 0 7 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 7. 10-7. 14 (m, 3H), 7. 35 
(dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 1H), 7. 43 
(d, J=2. 4Hz, 1H), 7. 4 6 - 7. 4 9 (m, 2H), 7. 59 (s, 

1H), 8. 51 (s, 1H), 8. 66 (s, 1H), 8. 70 (s, 1 H) 

nmfrvtm (esi-ms, m/z) .-449 (m + + 1 ) 

mmmi 0 1 : n- u-r (6, i -v* v^^- a-^^^-m ^->i 

- 3 - *^)17 x.~)l<} — N' - (2-^h^->7x_^) 7U7 

4 - [(6, 7 -fyp< h^x- 4 ;U) ^5>] - 

> (5 0mg) £r^nn^A (3ml) (C7g*j?Lfc^ 2-^h + y7x"^ 
-rv->T7— h (2 6m 1) £Unx.T> -BfeMtiSSftLfc. 

l^41mg, «5 5%Tf#7c 0 

'H-NMR (DMSO-ds, 4 0 0MHz) : 5 2. 0 7 (s, 3H), 3. 8 
9 (s, 3H), 3. 99 (s, 3H), 3. 99 (s, 3H), 6. 88-6. 9 
7 (m, 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d, J=8. 5H 
z, 1H), 7. 35 (dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d, J = 2. 4Hz, 1H), 7. 60 (s, 1H), 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

(E S I -MS, m/z) : 4 6 1 (M + + 1) 
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mmmio2 .-n- u-r (6, 7-^h^>-4-wj^) 

-2-^f^7izM — n' -yniiJUOUT 

4- [(6, 7-y^h^y-4-WJ-JW tf"*^] - 2 -^^l/TXl'J 
> (5 Omg) ^^dd^A (3ml), h Ux^JS > (0. 2ml) fcjg 

^np^At^bfch'J^y> (4 8mg) 
0#M«#L£. ^f:yDt!^75> (20w 1) £;&n*.T, 

PLClCfcOffifSSL, SiO{^«S3 0mg, W4 7%T#fe. 
'H-NMR (DMSO-d 6) 400MHz):<50. 90 (t, J = 7. 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1 H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

nafttirm (e s i-ms, m / z ) .-397 (m + + 1 ) 

»J1 0 3 :N-^-N' - {4-r (6, 7 -~J* L±kz 4 -=^^-y/'J 

^-^->i- 2 z^L£2k2 £^2ki fr^T 
4 - [(6, 7 h + '>-4-^\/ij-;p) - 2 

> (5 Omg) £^7 dotJn^A (3ml), h "Jx^7 5> (0. 2ml) tcig 
mvit®.* ^no*Jl/Al:i§iLfcMJ*xy> (4 8mg) 
0#IHJ«#Lfc. ^f3^;i/T^> (24m 1) ^iP^T, S^CMT-lftJI 
#Ufc<, — )ls%m?L, 2 an ft)],!*/*? ;—)i,~cmmTZ>HPL 

'H-NMR (DMSO— de, 4 0 0MHz) : 8 0. 9 2 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08- 
3. 13 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 50 (t, 
J = 5. 4Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
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1H), 7. 64 (s, 1H), 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

MMftVrM. (E S I -MS, m/z) : 4 1 1 (M + + 1 ) 

^i^J 1 0 4 : N- (2, 4-^7JI/tD7i^) -N* - {4-f(6. 7- 
'>'^ h^->- 4 ZL*±2lli =Jkl t^'>1-2-^5 1 ;i/7x-;|/} frlxT 

4- [(6, 7-;x* h + y-4-+tyUz;W ^v"] - 2 -*^)VT- U 
> (5 0mg) ^^DP^;i/A (3ml) \zmMVtc'&. 2, 4-y7Mn7 

'H-NMR (DMSO-de, 4 0 0MHz) : 2. 2 9 (s , 3H), 3. 9 8 

(s, 3H), 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 

(d, J = 2. 7Hz, 1H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 

1H), 7. 55 (s, 1H), 7. 8 7 - 7. 9 0 (m, 1H), 8. 13-8. 

19 (m, 1H), 8. 3 6 - 8. 3 9 (m, 1H), 8. 55 (s, 1H), 8. 

9 2 - 8. 9 5 (m, 1 H) 

KS##rM (E S I -MS, m/z ) : 4 6 7 (M + + 1 ) 

mmmi o 5 .• n- u-r (6, 7 -v* h^x-4-^tyu^) ^-^^i 

- 2 - — N' - (4-7^tQ7x-;|/) ^IxT 

4- [(6, 4-*i~W-)l>) -2-^^;UT-U 

> (5 0mg) ^i'Dn^A (3ml) i:i§iLfci. p - yjl^u y x 
-fy^T^— h(22/i 1) $r*a^T, — lftJDS»3iaELfc. 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 08-7. 15 (m, 4H), 7. 38 
(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9. 03 

-9. 0 5 (m, 1 H) 

(E S I -MS, m/z ) : 4 4 9 (M + + 1 ) 

HlfJ10 6 :N- {4-r (6, 7-y^h^y-4-^tyiJZj|,) *±i^\ 
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-2-^^7x_JH -N' - (2 h*i/7 3L-)V) 
4- [(6, 7->^ :**~>] 
> (5 0mg) ^^DD^M (3ml) flfg^LTcf^ 2-^h + y7xZJP 
<V'>7t- h (26M) $:»PX.T, -^O^il^bfeo ^mLfe^fa^M®, 

»M^7 0mg, W9 5%Tt#7Co 
1 H — NMR (DMSO-de, 4 0 0MHz) : 2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H), 7. 0 2 - 7. 0 4 (m, 1H), 7. 08 (dd, J = 2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1 H), 8. 58 (s, 1H), 8. 61 

- 8 . 6 2 (m, 1 H) 

ft*##Tffi (E S I -MS, m/z ) : 4 6 1 (M + +l) 

mmmi o i .- n- u-r (6, 7 - v* h^y-4-^t7u-;i/) ^-^->i 

- 2 -n Yu-y^-)V) -n' Z-ZEJ^ik^kZ 

4- [(6, 7 h + ^-4-+tl/'J-;W -2--hDT-U 
> (50mg) £r ^ O D tf^UA (1 0ml). h U X^;U7 5 > ( 0 . 2ml) C 
mmVfzm, &nnft)],&\zmmis1tbVft7>if> (4 3mg) ^:SQx.T^rmT 
3 0#|UHR#L£. ^{CiyPtf;UT5> (18^1) £iJ0^LT, 

'H — NMR (DMSO-dt, 4 0 0MHz) : 5 0. 91 (t, J = 7. 6H 
z, 3H), 1. 45-1. 51 (m, 2H), 3. 0 6 - 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 52 (b 
r, 1H), 7. 58 (s, 1H), 7. 6 7 - 7. 7 0 (m, 1H), 8. 04- 
8. 06 (m, 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 
9 . 3 5 ( s , 1 H) 

K*##fM (E S I -MS, m/z) : 4 2 8 (M + + 1 ) 

%MW10 8 : N-y^Jl-N' - {4-r (6, 7-y^h^y-4-^f'/U 
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4- [(6, b*is-4-*1-VV -;W -2-~ hPT-'J 

> (5 Omg) ^^nn^A (10ml), h Ul^75> (0. 2ml) \z 

3o#m«#Lfc. ^i:y^7$> (22M) ^^t, ssicaaT-* 

PLCKcfcOttSU SHC^ftSi5mg, i&^2 3%Tf#fc. 
'H-NMR (DMSO-de, 4 0 0MHz) : 5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1 H), 7. 51 (b 
r. 1H), 7. 57 (s, 1H), 7. 68 (dd, J = 2. 9Hz, 9. 3H 
z, 1H), 8. 05 (d, J = 2. 9Hz, 1H), 8. 40 (d, J = 9. 2 
Hz, 1H), 8. 57 (s, 1H), 9. 35 (s, 1 H) 

nm^-mm (esi-ms, m/z) .-442 cm + + d 

SMMj 09 : N- {2-^7DD-4-[ (6, 7-^pt h^^-4-^^VU 

n- {2-^pd-4-[ (6, 7->^ h*->-4-^y*'j-;io 
yx.-)V) — n' -^0 \d)l^U7 (1 0 Omg) ^MTK^H^h (3 
0ml) KJStfU 7K*<b±hU<j7A (60wt%, 88mg) SJnATMT? 
1 5^Wft^L/fc. ^t^nn^^M^x-f;!/ (6 7// 1) £Un*.T, S 

#snfc3a$s^PD7jN;pA/y^y-;i,TJiiBBr*HPLc»cj;i5»jaL, mm 

'H-NMR (DMSO-d e , 400MHz):<50. 89 (t, J = 7. 6H 
z, 3H), 1. 4 6 - 1. 5 5 (m, 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H), 4. 07 (s, 3H), 4. 08 (s, 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J=2. 7Hz, 8. 5Hz, 1H), 7. 37 (s, 1 
H), 7. 47 (d, J = 8. 8Hz, 1H), 7. 50 (s, 1H), 7. 50 (d, 
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J = 2. 7Hz, 1H), 8. 6 6 (s, 1 H) 

nmftffim (esi-ms, m/z) 4 6 1 (m + + d 

mmmi 1 0 ; N-7-fe^;P-N- f2-^DP-4-r (6, 7-^p<h^~>- 
4-4^/U-;!/) ^->i7jcn;i<} -n' -yp^i/j 

N- {2-^DD-4-[ (6, 7-v>* h^->-4-^±l/U-;U) 
y^-Jl] -N' -ynti^^l/T (1 0 Omg) Sr^Tfc^h^t h'P77> (3 
Oml) fcigfl?U **^NU^A (60wt%, 88mg) *Sn^.T^jfi"C 
1 5»M««ilfc. mzmtT^)V (6 3 m 1) ££Dx.T> £ b Klt^T 2 P# 

□ n ^juAXTiz b >T^wr shplc{c ct oiiiu, mmext^* 2 7 m g . 

1X$2 6 %Tt#7c. 

'H-NMR (DMSO-d 6) 40 0MHz) : (5 0. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m, 2H), 4. 07 (s, 3H), 4. 08 (s. 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. 0Hz, 
1H), 7. 50-7. 51 (m, 2H), 8. 63 (s, 1H), 9. 08 (br, 
1H) 

MS^flrM (E S I -MS, m/z ) : 4 5 9 (M + + 1 ) 

HMffJ 1 1 1 : N' - {2-^DD-4-r(6, 7 -y^ H4^>- 4 -4-j-y J 

2-^7DP-4 - [(6, 7 h^->- 4 J-iJ 

> (56rag) ^^DD*M (4ml), h'Jl^75> (0. 3ml) \zfe 
ML fc.m, t7nnft)\,&\z®mLftbV-fcxy> (5 Omg) £Jnx.T^iST 3 
0»Wft*#Lfc. ^CN-/^7'Dt°Jl/7 5> (26/il) ££D7LT> $ «=> fC 

Tsnts hplc{c «t o m si l , * as l t» s nfcjsa & ^*-y- 

L/> il0lk-&ft£4 2mg 1 1K^5 8 %"ef#7^ 0 

'H-NMR (DMSO-do, 4 0 0MHz) : 5 0. 9 9 ( t , J = 7 . 3 H 
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z, 3H), 1. 6 4- 1. 7 4 (m, 2H), 3. 08 (s, 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00 
(s, 1H), 7. 17 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, J = 2. 7Hz, 1H), 7. 38 (s, 1H), 7. 53 (s, 1H), 8. 
41 (d, J = 9. 0Hz, 1H), 8. 64 (s, 1 H) 
Ri^Ufffl (ESI-MS, m/z): 43 1 (M + +l) 

12 :N' - {2-^DD-4-r(6, 7 -V* h^->-4-=^/ 
U-;i/) t^->i7irjH -N-x^;i/-N-yafc:°;u^txT 

2-//PO-4 - [(6, 7 h^5>-4 -+tyj-JW Z~ U 

> (80rag) ^^od^M (3ml), MJx^75> (0. 3ml) 

^PD^Af:jg^bfch'J^^> (7 2mg) ^iDAT^ifiTl 

#U *I©fk^ti^4 0mg > iK^3 7%Tff^c 0 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 6 1. 00 (t, J = 7. 3H 
z, 3H), 1. 28 (t, J = 7. 1Hz, 3H), 1. 6 9 - 1. 7 4 (m, 
2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, J = 7. 1Hz, 
2H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 02 (s, 1H), 7. 
17 (dd, J = 2. 9Hz, 9. 2Hz, 1H), 7. 31 (d, 3 = 2. 7H 
z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J = 9. 
0Hz, 1H), 8. 6 3 (s, 1H) 
ff*##TM (E S I -MS, m/z ) : 4 4 5 (M + +l) 

mmmi 1 3 n' - {2-^no-4-r(6. 7-^^ ^4.^-4-41^^/ 

U-;p) ^-^^i^j:-;^} -n, n ->>':/□ kf;i^ixr 

2 -/7po-4 - [(6, 7->>-p< h + ->-4-+t7'Jx;W ^-^v] 7^'J 
> (lOOmg) ^^DD^A (3ml), h'JXf;i/7$> (0. 3ml) I; 
jgflSLfc^ ^ nn*;UA (c^«?Lfc S >J*X^> (9 0mg) ^Du^T^MlT: 

i5^r^»L7to ^fc:> ? ynti o ;uT5> (62M) £2jn*.T, tszizmux* 
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its hplc fc j; o mm l , £ @5fe b Tt# e. nfc msk & v , 

*i©^*S4 8mg, W3 5%Tf#7to 

'H-NMR (DMSO-de, 4 0 0 MHz) : 8 0. 99 ( t, J = 7. 3H 
z, 6H), 1. 66-1. 76 (m, 4H), 3. 32 (t, J = 7. 8Hz, 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1H), 7. 
16 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 (d, J=2. 7H 
z, 1H), 7. 34 (s, 1H). 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1H), 8. 6 3 (s, 1H) 
Ka^trft (E S I —MS, m/z ) : 4 5 9 (M + + 1 ) 

mt&M 114: N-^;U-N' - { 2 -^DD- 4 -r (6, 7 - >* ;* h^->- 

2-/7QO-4- [(6, 7-y^h^y-4-WJ^JW ^=lr5>] T-U 
> (80mg) ^^Dn^A (3ml), h'Jx^7 5> (0. 3ml) \zm 
MLfzm, ? nuft)\, AlzmffiLfz b 'J*xy> (7 2mg) £j(JD*T£i&T 1 
5#fm8K#L7t. ^{CN-^^;i/^;i/T5 > (4 3 m 1) ^JP^T, SSfCg 

'H-NMR (DMSO-de, 4 0 0 MH z) : 6 0. 99 (t, J = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd, J = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d, J=2. 7Hz, 1 H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J = 9. 3Hz, 1H), 8. 
6 3 ( s , 1 H) 

fi^tfl ( E S I - M S , m/ z ) : 4 4 5 (M + + 1 ) 

115:N' - {2-^7PD-4-f(6, 7-v^h^->-4-^^-y' 
U~;i/) t^yl7iZJH -N- (4-^DD7i^) -N-^^;i/^7l^T 
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2-/70D-4 - [(6, 7 -i?* h + :t*->] T-'J 

> (80mg) ^^OD*M (3ml), hUx^75> (0. 3ml) {C^ 
^OD*MC!liLthij^y> (7 2mg) ^SDiTi^Tl 
5^R3aJ^Lfc. *C4-^DD-N-^^7riJ> (35/tl) SrJa^T, 

y-;i/TjR§B-r*HPLcfc«fco«»L, iii^§siT#e>nfc^i$x-f^ 

T8fci$U ti©M^8 3mg, iR$s 6 9 

'H-NMR (DMSO-d 6> 4 0 0MHz): 3. 36 (s , 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 89 (s, 1H), 7. 17 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 23 (d, J = 2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d, 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
M##ftt (ES I -MS, m/z) : 4 9 9 (M + + 1) 

M1foM 116 :N' -(2-^DD-4- [(6, 7 -i/^h^-i/- 4 ^±±VV 
~)V) *±i4 7x-JH-N, N-vX^^^UT 

2-/70D-4- [( 6> 7 -^p< h^->- 4 -+^-V'U pf^>] 7-'J 
> (50mg) ^^DD^A (2ml). HJX3^T5> (0. 5ml) 
ffilsfzi£> t7nnfr)lAlzmBl<fzh l )*Xf> (4 8mg) £fiP7LT^T3 
0^P B m^L7c o &\Zi?3L^)\/7S. > (0. 5ml) £#P;LT, ^btC^T- 

HPLCfCj; OffS^U SIWM^Srmg, iRsfs 9 3 %Tt#7^o 
'H-NMR (CDC 1 ,, 4 0 0MHz) : 6 1. 30 (t, J = 7. 1Hz, 
6H), 3. 44 (q, J = 7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 

0 (s, 3H), 7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 2 
7 (s, 1H), 7. 31 (d, J = 2. 7Hz, 1 H), 7. 59 (s, 1H), 
8. 15 (s, 1H), 8. 48 (d, J = 9. 0Hz, 1H), 8. 81 (s, 

1 H) 

Wm'Mfrm. (ESI-MS, m/ z ) : 4 3 1 (M + + 1 ) 

\ 1 7 : N-f2-^aa-4- [(6, 7 - i?* - ^t'/'Jn 
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2-/7DD-4 - [(6, T— U 

> (50mg) ^^nnm (2ml), h > (0. 5ml) fc*g 

3?Lfc*£, ^0 0 3fc;i/AfC»#Ufc h U#*$*> (4 8mg) SMTSIT3 
0#M«#L;fc:. Jfcfc- 7 8SIIi^iL, ^IfiKUfi (13 0mg) * 

^on^A/^^y— ;PTJgwr*HPLCtc«fcO*il«L, ^tm<Dik^m&4 l 
mg, W7 0 %Tl#fc. 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 52. 68 (d, J = 4. 4Hz, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
1H), 7. 21 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s, 
1H), 7. 43 (d, J = 2. 7Hz, 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
nmftffiife (E S I -MS, m/z) : 3 8 9 (M + + 1) 

1 1 8 : N' -|2-^PD-4- [(6, 7-y^h^y-4 -=¥±V^J 
—fr) ^-^->] 7x^;i/)-N, 

2 _/7nn-4- [(6, 7-y^h^y-4- + t , /UZ)l/) ^^f>] T-U 
> (5 0mg) ^^OO^A (2ml), h'JX^7$> (0. 5ml) \Zfe 
Mlsfz.m, ^□□^AI;»gUthiJ^^> (4 8mg) ^in^T^yST3 
O^Mffil^Ofc. ^{3- 7 8^MU y/fJl/7 5>Mt (2 5 0mg) 

^□□3j%;i/A/^^y— ;UTSPB-rSHPLC»c«J:0»§fiL, mm<Dit^^3 3 
mg, iK^5 3 %Tl#/io 

'H-NMR (CDC 1 3 , 4 0 0MHz) : <5 3. 11 (s, 6H), 4. 12 (s, 
3H), 4. 20 (s, 3H), 7. 05 (s, 1H), 7. 17 (dd, J = 2. 
4Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 4Hz, 1H), 7. 59 
(s, 1H), 8. 15 (s, 1H), 8. 46 (d, J = 9. 3Hz, 1H), 8. 
8 2 ( s , 1 H) 

nmftffim (esi-ms, m/ z > .• 4 0 3 (m + + 1 > 
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mmmi 19 .• n- c2-^dd-4 - {[6-* -q-^ej^o / 

N-{2-^DP-4-[(7-t Ko + ->- 6 h^y-4-^t l /!J^) 
^-+5/] 7x-JH -N* --?U\Z)),yU7 (7 5mg), mmtlV^A (5 1 m 
gh U-yya^yo/O (7 6 /zl) SN,N-^f;WA75K (4m 

»JK*e*LT#snfea$*x— t^t^u n- (4- {[7- 0-^0 

-N' -^DWU7*7 4mg, JR$7 8%Tflfc. f# S ft'fc * fHH*: 
(74mg), &B8;fr'J£A (5 1mg), 'J > ( 1 3 0 /il) £N,N - v 5 *^ 

H (4ml) fc»#LMT-«6«#Lfc. »EET»«*®5SLT 

»&n^ja$ »cfiafp^K**± h u # atk^ssda^ □ n^juA-cmta Lit. 

□ n / ^ y -rants y U OT h^fyy -izJzomm 
U mm<Dfc'&M$:4 9mg, W 6 3 %T?#7c 0 

'H-NMR ( C D C 1 3, 4 0 0 MH z ) : <5 0 . 89 ( t , 3 = 7. 44Hz, 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3 - 2. 4 9 (m, 4H), 3. 0 4- 3. 0 9 (m, 2h), 3. 3 
2-3. 38 (m, 4H), 3. 52-3. 68 (m, 3H). 4. 03 (s, 3 
H), 4. 2 3 -4. 2 9 (m, 1H), 4. 32 (t, J = 5. 89Hz, 1H), 
6. 98 (t, J = 5. 49Hz, 1 H), 7. 21 (dd, 3 = 2. 68, 9. 
03Hz, 1H), 7. 36 (s, 1H), 7. 46 (d, J = 2. 68Hz, 1 
H), 7. 53 (d, J = 7. 81Hz, 1H), 8. 03 (s, 1H), 8. 18 

(d, J = 9. 27Hz, 1H), 8. 54 (d, 3=4. 39Hz, 1 H) 
n&ftffim (ES I -MS, m/z) : 5 2 9 (M + ) 

jgMiffJ 12 0 : N- (2-^DD-4 - {[6-;*h^-7--(2 -=E)\,-fc*) J 
xh^-»-4-^t'/'J-JH 7jcx;u) -n' -yn{f;uoi^T 

N-{2-^OP-4-[(7-kh*D^>-6-> h^is- 4-*j-W -Jl,) 
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*^>] 7irjH — N ' -7°n\dJlryUT (72mg), mmftV&A (3 0m 
gh 1,2 -y7ntl^> (6 2wl) £N,N->^^;i^;!/A7 5 K (4ml) 

Mi£LTf#£nfc2g2£x-^;i/T?&^U N- (4- {[7- (2-7'DtIh 
-6-* N + v-4-^V'J-;U] ^+->} -2-^on7i-JW - 
N' -7"nt>-7l/7S;4 0mg> W4 5 %Tf#fc 0 f# btlfc 4»RS!#: (4 5mg), 
j^^'J^A (3 0mg), ^E;i/^U> (8 0 Ml) ^N.N-y/^MJ^JS 

k (2mi) tc^L^T— mmwvtco MEET&&£@£UT?#6ftfc8i£ 

^ ^ j -)wmm-tz> is u # ;i/ ^□7h^77^-t;j;o mss l , m.m<D\^ 

«42mg, »5 6 %Tf#fc 8 

'H-NMR (CDC 1 3 , 4 0 0 MH z ) : 60. 89 (t, J = 7. 3 2Hz, 
3H), 1. 4 3- 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2h), 2. 
66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4H), 3. 5 3 (m, 1H), 3. 
57-3. 59 (m, 2h), 3. 96 (s, 3H), 4. 31 (t, J = 5. 8 
5Hz, 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H), 7. 
41 (s, 1H), 7. 46-7. 47 (m, 1H), 7. 55 (d, J = 12. 
69Hz, 1H), 8. 03 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 55 (d, J = 5. 37Hz, 1H), 

nmfrtfrm (e s i-ms, m/z ) .-517 (m + + 1 ) 

^MiM 12 1 : N- (2-^pp-4- {[7 - (3 - h K P^^^P^^^)- 
6 -^-^V"'J-;b] ^->} 7I-JP) — N ' -7°U}d)ViyUT 

N-(2-7nD-4-[(7-kFo + y-6-^F + y- 4-+t 1 /U^) 
7i"JH -N* -7°U¥)VVUT (5 5mg) Mm*} U «^A (2 0 
mgK 3 -7*nt- 1 -T'P/W— ^ (6 2 Ml) ^N,N-y^WM7 
(4ml) {3^L^ifiT3^8iij$Lfe. METigiSSS LTtl^nt 
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i/'JAWD7h^7^l;j:DifiU »ft^2 5mg, i«4 

0 %-et#fe„ 

'H-NMR (CDC 1 3 , 4 0 0 MH z ) : 50. 91 (t, J = 7. 44Hz, 
3H), 1. 24 (bs, 1H), 1. 4 3 - 1. 52 (m, 2H), 1. 97 (t, 
J = 6. 22Hz, 2H), 3. 06-3. 11 (m, 2H), 3. 56-3. 7 

1 (m, 2H), 3. 97 (s, 3H), 4. 27 (m, 2H), 6. 99 ( t , J 
= 5. 62Hz, 1H), 7. 23 (dd, J = 2. 6 8, 9. 0 3Hz, 1H), 

7. 38 (d, J = 9. 03Hz, 1H), 7. 47 (d, J = 2. 68Hz, 1 
H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 
Hz, 1H), 8. 5 5 (s, 1H) 

SI^tffM (ESI-MS, m/z):46 1 (M + + 1 ) 
mmmi 22 :N- (2-^dd-4- {[7 - (2-kFn^ih^-» -6 
h^>- 4 = jt7U -;^3 ;t^:>} 7iz;i/) — n ' 
N-{2-^DD-4-[(7-kFo + y-6-^ h + y-4-+tV'U^) 
7x"JH — N ' -7°Pt'J^l/7 (50mg), ^t* 'J (3 0m 
g), Xf , l/>7*n ; Et H U > (44wl) ^N,N-y7fMM7$F (4 
ml) fC»#LMT3l5MiftBiLfc. «JEET»#£S£LTl*Sn£»£K:7k 

'H-NMR (CDC 1 4 0 0MHz) : <5 0. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J = 4 . 6 
4Hz, 2H), 4. 98 (t, J = 5. 37Hz, 1H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H), 7. 48 (d, J = 2. 68Hz, 1H), 7. 55 (s, 
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1H), 8. 05 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

Kl^lfl (ESI-MS, m/z): 44 7 (M + +l) 

^ffiM 12 3 : N- (2-^DP-4- {\ 6 - * h^ris- 7 - (4 - h°'J z?)l 
*h*is) - 4 -^i/p -;n;t^>} y^-ji) — n ' -ynh°;P^7lxT 

Mm (N- { 2 -[ (7-kKD + y-6-^h + y-4-^t 

^->]7i^} — n ' -yntr;wi^7, 80mg) ^TJU^A 
(l38mg), 4-9uu*?)\,\*V*J>mm& (4lmg) £N,N->?;*^;i,* 
;UAT5H (lml) £»#L80rT3l$|HJ«8iLfc. ^Jft^Wczk^Jn*., 

7do^a-7°o/v-ji, (3/D -vmmvrco tii^i7MthU7 

AT&&U «EET^ttE*S5feLT^Snfc«$*HPLCJC:T««L/, ii© 
lb 5:65m g, 4X^66% 

'H-NMR (CDCh, 4 0 0MHz): 50. 9 6 (t, J = 7. 6 Hz, 3H), 
1. 5 3 - 1. 6 4 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 07 (s, 3H), 5. 32 (s, 2H), 6. 66 (s, 1 H), 
7. 14 (dd, J =2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H), 
7. 29 (d, 1 = 2. 7Hz, 1H), 7. 41 (d, J = 5 . 9Hz, 2H), 
7. 54 (s, 1H), 8. 24 (d, J=9. 0Hz, 1H), 8. 59 (s, 
1H), 8. 6 3 (d, J =6. 1Hz, 2H) 
nmftffiM (E S I —MS, m/z ) : 4 94 (M + + 1 ) 

^jfSffil 124 :N-r2-7Pa-4- ({ 6 -pth=E~>-7 - [ ( 5 - ij 

N-{2-7DD-4-[(7-tKD + y-6-^ b*is- 4 -+^l/U — ;W 
^->] 7x-JH -N' -7"P b?;i,#U7 (7 0mg), U ^7 A (3 0m 

gK ^>fl/>7n?^ F (8 Owl) feN.N-^^M^ATSH (5 

mi) \zmmLm^T»3mrmifcLfz a mBETmm&m&VT&znizmtsiz* 

TfS«ft&S*LT^e>nfc^$*X— r-;PT«fc^L/, N — [4- ({7- (5-^ 
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dd7i=;w — n ' -:/nfcr;i^i/7£4 3 mg , iR$4 6%TH7t„ f#e,ti 

fztpmfe (4 3mg), ^^^7U^A (3 0mg), ^E;i/* U > (7 0^1) £N,N 
-y7^MA7 5 H (4ml) iC^USjaT-lfta^lfc. MffiTfg£&£ 

'H-NMR (CDC 1 3, 4 0 0MHz): 51. 71 (t, J = 7. 32Hz, 
3H), 2. 28 (t, J = 7. 20Hz, 2H), 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H), 3. 29-3. 30 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m, 1H), 3. 8 6 - 3. 9 0 (m, 2H), 4. 36 (t, 
J = 4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, 1H), 4. 77 
(s, 1H), 4. 99 (t, J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd, J=2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d, J = 2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz, 1H), 9. 35 (s, 1 H) 
KI^M (E S I - MS, m/z ) : 5 5 9 (M + + 1 ) 

SliSfflJ 125 :N- {2-^DO-4-r (6 - ^ h^'>- 7 - {f5 - ( 1 H— 

i, 2, 3-hU77-^-i — nu) ^y^-M^r^-jy} -4-^y"U_;u) 

h U 7 7- ;i/(0.41ml), 1 -ynt- 5 -^OP^>^> (l.Oml), 3 ^fc^r 
h^^Jyt-^A (lOmg), &£tf3M7KKfl^ HJ£ ATKJStt (1ml) 
£7-feh-> (10ml) ICigtfU 50 < CTl8B#rM^L-7to £j£il^|&fc7l<&jta;*.. 

$SU cflW* (390mg) £t#fc 0 

JgC*4 (N — (2-^DP-4-[ (7-tFn + y-6-/h + ->-4 -^V* 

t+^]7i-;H — n ' somg) j^#u>2A (i 
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38mg), M)£<Drpfflfo (52mg) ^N,N->7fMM7$ F (lm 1 ) \Z 

-)v (3/D -cmttiLfco mmm^mymm^ho^A-v^mLs ms.Tmm 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0 - 2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t. J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J=2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1 H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 58 (s, 1H) 
nWMlrm. (E S I -MS, m/z ) : 5 4 0 (M + + 1 ) 
MtfcM 12 6 : N ' - 4- (r6-^h^->-7- ( 4 - hf U 

-4-^^-VU-;ui^-^->} -n, N-yx^;i/^u 

~7_ 

mm (N' - {2-^7DP-4-[ (7-hHD + y-6-/h4 1 y-4- + 
^y]7x~iH — N, N-^XfP^l/T, 83mg) M&t* U 
(l38mgh 4 DD^fj^ij >>'>^^ (49mg) ^I^N-^*^ 
^A7= H (lml) K®#Lgi&Tl8l$ra®#Lfc. -K^^tdTK^AP 
A, ^□□*M-7°n/V-^ (3/1) TtttBL^o W^^^^K^^^h 

^CO{k;-g-#J^57mg, «56%Tl#Xio 

'H-NMR (CDCh, 400 MHz): 51. 26 (t, J = 7. 3Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s, 
2H), 6. 98 (s, 1H), 7. 14 (dd, J=2. 7Hz, 9. OHz, 
1H), 7. 27 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 5. 9Hz, 2 H) 
nmfttitm (ESI-MS. m/z):5 0 8 (M + + 1) 

mmmi 2 7 : N- (2-^DD-4- {[6-^ h^'>-7- (4-=E)]/yfrV J 
fb^is) -4~^7'J^] ^->} 7x-j^) — N ' -7°U\d)lVU7 
N-{2-^nD-4-[(7-kh'D + y-6-^ b^ris- 4 -*r± V/U — 

7HJH — N' (70rag), j^gg* U tfA (3 0m 

g), W^fI/>7*n5K (8 0 //l) &N,N-y7^MM75H (5 

TM^^LTibn^l^&I-fJl'WU, N- (4 - {[7 - (4-y 
D^^'h + y) -6->h + y-4-WJ-jH ttls) - 2-^OD7i 

— N ' -7°nb>^U75 4 3mg« W4 6%W:. »Snfc«t»M# 
(4 3mg), fc&XVOA (3 0mg), ^JUftV > (4 0 Ml) £N,N-:x^ 
^*;i/A75 K (4ml) £«#L£ffiT--lftii#Lfc. «JEET»«SESS*LT 

D o ^M/ / ^ ; - J^IHtS y U D7 h^^-fCekDMg 

L, mMOit&Vd* 2 3mg, JR$5 3 

'H-NMR (CDC 1 3 , 4 0 0MHz): 5 0. 9 9 (t, J = 7. 32Hz, 
3H), 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0 - 2. 0 8 (m, 2H), 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H). 4. 
7 2 -4. 7 7 (m, 1H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m, 1H), 7. 30 (s, 1H), 7. 3 2 - 7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d, J = 9. 03Hz, 1H), 8. 
6 1 ( s , 1 H) 

nmftffim (ES I -MS, m/z) : 5 4 5 (M + + 1) 

HMffjU 28 :N- [2-?DD-4 - ({6-^h^>-7- [2 - (4-^5=- 

;t^bf^^s>V)x h^->] -4-WJz;h 7 3czi;i/] -n' -y 
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N-{2-^/oo-4-[(7-kFP^y-6-^ h + y-4-^ , / l J-JW 
7iZJH -N' -7°n\d)lWT (6 0mg). «R*»J^A (3 0m 
g)> 1,2 -v^pq&X^> (7 0 Ml) ^N,N-y^^M7 5 K (4m 1 ) 

\z mm L/SiST 3 m l & . inT^i l t» s & s §in*. , 

iSLT^en&JSSSX-f^jlL, N — (4- {[7- (2-7'DtIh 
+ -6-^h + ->-4-WJzj|/] - 2-^DD7x-JW - 

N* -^nWl/7*4 6mg, JR3&6 2%T#7c. ffSttfcflBHfc (4 6 mg) , 
(2 0mg), N-^;i/t?^>>> (5 0 Ml) SN,N-i;^^ 
*^A75 K (3ml) l!fej*#0jfc. MEET?«£®£bTt# 

'H-NMR (CDC 1 3 , 4 0 0 MHz) : (5 0. 99 (t, J = 7. 32Hz, 
3H), 1. 61-1. 64 (m, 2H), 2. 75 (m, 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m, 2H), 4. 78-4. 
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (del, 
J = 2. 68Hz, 9. 03Hz, 1H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 h) 

nmttffim (E S I-MS, m/z ) : 5 3 0 (M + + 1 ) 

mMMl 29 : N- {2-^dp-4- [(7 - {2 - [(2-bFDt->xfJl/) 
OL£ik) 7$ 7 J xh^v} - 6 h^v- 4 -4^\/U -;u) a-^->] 7 

xx;H — N ' -yq fcf;i/fruy 

N-|2-700-4-[(7-kKn^y-6-^h + ->-4 - ^tl/'J-Jl') 
*-=^>] 7i-JH — N ' -yn tf;Wl/7 (6 5mg), k^U>7A (3 0m 
g), 1,2 -y7*Utl^> (3 0 Ml) ^N,N-y^fJ^A75 H (4ml) 
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SSLT^&n^a^&X-T-^Tgfe^L, N — (4- {[7- (2-7'ntlh 
-6-^h + y-4-WJ-JH ^+7} -2-^DD7iZjW - 
N* -7'oW^75;3 6mg> W4 5%T#fc. # ^tlfc^PeW (3 6mg), 
M^^U^A (3 0mg), N-p<^;i/X^y-;i^T$> (3 0 Ml) *N,N-S? 
/fi^MTS F (3ml) l:|g«LifiT-mi,fc. «JEETi§afc£®* 

$^nn^A//^/-^-eiit5y'J^yj^ h tf?7j — fed: 0*!f 
8SU »f^*$2 1mg 1 «5 5%T#£:. 

'H-NMR (CDC 1 a, 4 0 0MHz): 60. 98 (t, J = 7. 32Hz, 
3H), 1. 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H), 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H), 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1 H), 7. 28 (s, 3H), 
7. 40 (s, 1H), 7. 54 (s, 1H), 8. 37 (d, 3 = 9. 03Hz, 
1H), 8. 6 4 (s, 1 H) 

HS#tfHi (E S I -MS, m/z ) : 5 0 4 (M + + 1 ) 

HMjjg! 130 : N- [2-^DD-4 - ([ 6 - * b^is- 7 - [3 - (4-*f 

^bf^vV^D^^] - 4 -^±y"U 7xz;i/] — n ' - 

N-(2-^DD-4-[(7-tFn + y-6-^ b*is- 4 -^j-VV 

7x'JH — N ' -7ot^7U7 (75mg), mmXVVA (3 0m 
g), 1,3-77*0^70/0 (7 5 //I) SN,N-y^fJ|/*M7$F (4m 

i) izmmv^u^3mmmwvf^ mmrmm^^Lxn^ntzm^iz?^ 

iDA, *oo#;UAT!fcfcHL£. ^«*£a&7K«tl&:*- h U 7^«l, MffiT 
»Jft£S£LT&£ftfc8;*£x— ^;i,Tft#U N — (4- {[7- (3-7'P 

x;io — n ' -yntr;i^U'7£5 Omg, iK^5 2%Tt#/t 0 t^n^^if* 

(3 0mg). Mi*U7A (2 0mg), N - * ^Hf ^5 V> (4 0wl) £N, 
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N-y^^M75H (3ml) £»#t,MT-lft«#Lfc. MJET?§^ 

=k DSiL, &&<D{t&to$: 2 Omg, «6 3%-Cf#fc 0 
'H-NMR (CDC 1 3, 4 0 0MHz): 50. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 62 (m, 2H), 2. 2 5 - 2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m, 3H), 2. 9 2 - 2. 9 8 (m, 3H), 3. 2 5 (m, 
2H), 4. 04 (s, 3H), 4. 25 (m, 2H), 4. 83 (m, 3H), 5. 
34 (s, 3H), 6. 70 (s. 1H), 7. 21 (dd, 3 = 2. 68, 9. 
03Hz, 1H), 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 18 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 

Ki^tlfi (E S I -MS, m/z ) : 5 4 4 (M + + 1 ) 

ili 131 :N' -f2-^nn-4- ({ 6 h^->- 7 -f2 - ( 1 H- 
1, 2. 3 - h iJTV-JU- l x h^>i-4-^yg ~M ^±kl 

7x^JH-N, N-^X^;^ 
Jim (N ' - { 2 -^no-4 -[ (7-th'n + y-6-^h^->-4- + 

^VU-;U) ^y]7x"JH — N, N->>X^>7l/7\ 83mg) 

(138m g), 2- (1H— 1, 2, 3 - h 'J 7 V>- 1 -< )V) JLJ-)V 4 

-*3\H/- 1 -1>-\£>7>)V7*±— h (59mg) ^N,N-y7fMM7 
(lm 1 ) (C^ILSOC-eiSBt^WL^o S^^tCTK^SnA, ^PP 

^A-7n/v-;i/ (3/i) -eattJLfco ^r*»^7Kfifcae^h'j^AT?«: 

4 j r4#ihUx^l/75> (0.027ml) (D7on^A (i m i) Jgjfcfc, 0°C1f h 
U*Xy> (90mg) Sn^T, 30#ra«#Lfc. ^^^^^OC^^SHL^c^, 
^W5> (0.044ml) 2^FfW7&>^T^ffl*T#ffl Lfc. S 

;i/ (3/i) TttfctsLfc t h u ^AT^u, mjETmmz 
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'H-NMR (CDCh, 4 0 0MHz) : 6 1. 26 (t, J = 7. 1Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 03 (s, 3H), 4. 53 (t, 
J=4. 9Hz, 2H), 4. 94 (t, J = 5. 1Hz, 2H), 6. 98 (s, 
1H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 26 (s, 
1H), 7. 73 (s, 1H), 7. 94 (s, 1H), 8. 38 (d, J = 9. 0 
Hz, 1 H), 8 . 60 ( s , 1 H) 

mmmi 3 2 ; 3- (T4- (3-^DD-4- {r (yXWS/) 

-N, N-yX^M-A'^i'h 

IK*} (N' - {2-^nn-4-[ (7-kHD + y-6-/h + ->-4- + 
^-y'U-;U) ^y]7i-JH -N, N-^XfP;i^ly7\ 83m g) U 
(l38mg), 3 -yD^E- 1 -yn/\V-;P (0,027ml) £N,N-~>^^;!/ 
*;PAX=: H (lml) (3^?L80t:Tl8P#^»L7to S^^#f(C7jc^*0A, 
^oo^A-yn/ty-^ (3/1) T&mbTco »S^iE7K«^hU^ 

f#7Co <tW*<h h 5 > (0.027ml) O^DD^M (lml) j^fC, 0 

t C-CMJ*7 > y> (90mg) 7JP*.T, 30^MM#L/io j^Jftig^tl £0°C L 
yXfjl/7 5> (0.044ml) Sr^TLTjJO^, 20#r^ttT^£T#^ L 

n;-)l (3/1) TtttiBLTc, W«8JS£&*«fE&:h HJtf A MJBET 
^^SLTf#btlfci$$HPLCCT^fiL > *ffiCD{fc£-#/£l9m g . IK 
^17%Tt#fe 0 

'H-NMR (CDCh, 4 0 0MHz): 51. 0 4 (t, 1 = 7. 1Hz, 6H), 
1. 22 (t, J = 7. 3Hz, 6H), 3. 09 (q, J = 7. 1Hz, 4H), 
3. 36 (q, J = 7. 1Hz, 4H), 3. 75 (t, J = 6. 3Hz, 2H), 
3. 97 (s, 3H), 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s, 
1H), 7. 10 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 45 (s, 1H), 8. 33 
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(d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 

mmmi 3 3 .- n— \2-2uu-4- as-* h^^- 7 - r3 - (_4-_gu 

mm (N- (4- {[7- -6-*n=^>-4-* 

t7'J^]^y) - 2-^DD7x-;W -N' 80mg) , 

m&*JVV& (138m g), 4-*;kfc:/MfU^> (22mg) §N,N-^^ 
*;PA7S H (1ml) *c»#LSiaT3RrlHHl^Lfc. SJ&g^fcfczfc&iD;^ 

(3/1) «Lit 0 W««S^7fCfifci6±HU^ 

'H-NMR (CDCla, 4 0 0MHz): 50. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 0 (m, 2H), 2. 2 4- 2. 3 2 (m, 2H), 3. 11- 
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 70-4. 80 (m, 1H), 6. 62 (s, 1H), 7. 11 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 11-7. 16 (m, 2H), 7. 
23 (s, 1H), 7. 25 (d, J=2. 7Hz, 1H), 7. 45 (s, 1H), 
8. 19 (d. J = 9. 0Hz, 1H), 8. 3 0 - 8. 3 4 (m, 2H), 8. 
5 5 (s , 1 H) 

5t»#f/fM (E S I —MS, ra/z) : 5 5 4 (M + + 1 ) 

BMM 13 4: N— {2-^DD-4-r ( 6 - h^->- 7 - { 3 -\ (I 

^-lff-1, 2, 3, 4-fh7'/-^-5-<;|/) ^^-17°D^^->} - 

(N — (4- {[7- (3-7*Dt7"D^+y) - 6 -^h^>--4-^ 
^•^U^Jl/Jt+y} - 2-^007i^) — N ' -y°a \d)VVU7, 80mg) , 
J^Sfc^'J^A (138m g). 5-^M7h-l-fh7y-JP (23mg) £N,N 
-^fMM75h* (1ml) fC»»LMT3I^Mif«iLfc. SJtSfg^«J 
lZ7k&mPL. ?UU*)V2±-7°unj -)l (3/1) Ttt/±JL7Co ^-t^^^:#E7K 
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'H-NMR (CDCb, 4 0 0MHz) : 6 0. 91 (t, J = 7. 3Hz, 3H), 
1. 5 1-1. 5 6 (m, 2H), 2. 3 9 - 2. 4 8 (m, 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t, J = 7. 1Hz, 2H). 3. 86 (s, 
3H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H). 6. 63 (s, 1H), 7. 10 (dd, J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3 . 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 
M«£H/rM ( E S I - M S , m/ z ) : 5 5 9 (M + + 1 ) 

gyjffjl 13 5:N- (2-^Dn-4 - (r6-^h=^>-7 - ( 3 - fcf^ 'J >? 
/7°D^y) - 4 -4^V"U-;[/1:t^>} 7x_J^) — N ' - 7u bf;ufr u 
7 

N- (2-^DO-4-[ (7-th'0 + y-6-^h^y-4-+t , 7 l Jr 
;U) t+^]7ir;H — N ' -7°Ph:;L/^I/T (500mg) U£A (857 

mg), l,3-y7*D ; E7*0/t> (0.5ml) £N,N-y/f MM7$ H (5 
ml) lC»*l/SiiT?3l$iaj|^Lfc. »ffiT*«&S*LT»e>nfc3SStZ7K 
StJdtL, ?nu-fc)U&/2 -7uny-)V (4/D TttfctJLfco #1&jf £&7Mffi 

N — (4- {[7- (3-7*Ot7°D^y) - 6 h + y-4 -^VUr 
)V]^r^riy) - 2-^7D07x^j -N' - 7° D If V T £451mg, » 7 
N — (4- {[7- (3-7"o^7'D^y) -6-*h4^>-4 
-^ l /U-;^^} ~ 2-^DD7x-JH — N ' -7"DWl/7 (70 
mg), IfcKfcUtfA (54mg), tf^Uv> (39ul) &N,N-y7fMM7$ 
K (2ml) l:»»l/SfiT-ftftH5l,&. ^EETMS:@il/Tf#en&S3 

S— ;K2 0/l)Tlit5yU*^l/7DTh^7 7^-C c t0ffilSL 1 
&18<Z>rt:'&«&£35mg, iK^50%T#fe o 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 8 (t, J = 7. 6Hz, 3H), 
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1. 46 (br, 2H), 1. 5 4- 1. 6 6 (m, 8H), 2. 15 (br, 2 
H), 2. 44 (br, 2H),2. 55 (br, 2H), 3. 2 0- 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 
(t, J = 5. 9Hz, 1H), 6. 65 (s, 1H), 7, 17 (dd, J = 2 . 
7Hz, 9. OHz, 1H), 7. 32 (d, J = 2. 7Hz, 1 H), 7. 33 
(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1H), 8. 
6 1 ( s , 1 H) 

mmmi 36 n- \2-ouu-a - ({7 - * h*^- 6 - [2 - 

(N- {2-^pd-4 - [(6-tFD + y-7-^h + y-4 -^VJ - 
)V) ttisl 7x.-)U} — N ' -ynfcf;H>U7 (5 0 Orag), m^TJ U (8 
5 7mg)> 1, 3-y7"Di7 , OA°> (0. 5ml) ^N, N - i? *^)Uft)\,J± 
75 K (5ml) {:^Lt^3NFF B »bfc. «J£TJgJ&£S£LTf#e>n 

Tt^^fciTK&iDA, ^dd*m/2 -ynAv-;u (4/i) -vrntavrzo m 

5^T8fc#U N — (4- {[6- (2-7"ntIh + -» - 7-7<h + ~>-4- 
*t , /'J-JH ^^ri/} - 2-7007x-JH — N ' - 7 □ fc^t^ 1/7 £ 4 5 
lmg, JK45 7 1 %Tt#7c„ N — (4- {[6- (2-7'o^lF + y) -7-* 

h^5>- 4 -^tyj- ;u] ^>-} - 2 -^on-7ji-;i/} — n ' -yotf;u 
^71/7 (5 0mg), mmtJVvA (40mg), N- ^^l/tf ^ z?> (50m 
1) £N, N-y7^WM7Sh' (1ml) l:g«Li£T-»Lfc 0 

'H-NMR (CDC 1 , 400 MHz): 50. 98 (t, J = 7. 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4- 3. 2 9 (m, 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H), 4. 83 (br, 1H), 6. 69 (s, 1 H), 
7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H). 7. 55 (s, 1H), 8. 25 (d, J = 9. 0Hz, 
1 H), 8. 6 2 (s, 1 H) 

H*##rte (E S I -MS, m/z ) : 5 2 9 (M + + 1 ) 

mmm 137 n- [2-^dd-4 a 7 h^->- 6 - [3 - u -^5^ 

h°^^s>V) 7°d^^v] -4-^t7'J 7x-M -n' -7° 

(N- {2-^/OD-4 - [(6-kHo + y-7-^h + y- 4-W1J- 
;P) :*^>] -N' -7°n¥)lOU7 (5 0 Orng), mIAU^A (8 

5 7mg), 1, 3-y7*Ot7*o/\'> (0. 5 m 1 ) £N, N - ^^l/zr^A 
7^ K (5ml) fC^L^T3I^M#L7c 0 MEET«^MSLTf#e>tl 
7c SI 2 f3 7j< ^7 nn*;uA/2 -yo/w-;u (4/1) -ea{±JL7c<, # 

7Ml/Tflsi£U N — (4- {[6- _ 7 _^|^ > _4 

-^^/U — ;H ;t=^>} -2-^dd7i-jH — N ' -^n if ;i/^7 1/7^4 
5 1mg, W7 1 %Tt#7c 0 N — (4 - {[6 - O-^O^D^y) - 7 
-^h + y-4-+t7'J-JW ^->} - 2-^7DD7izjH — n ' -y"n 
\£)WUT (5 Orng), j^^'J^A (4 Orng), N - * 5P;i/ >?> (5 

Owl) £N, N-y^WJ^7SK (1ml) fZ^U^T-M^L 

-tick DfifKU gtmvit^W* 2 Orng, iK^ 4 4 %T 7 t#7Cc 
'H-NMR (CDC 1 :, , 400MHz): <50. 98 (t, J = 7. 6Hz, 
3H), 1. 5 8 - 1. 6 4 (m, 2H), 1. 71 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 11-2. 17 (m, 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m, 2H), 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, J = 2. 7H 
z, 9. 0Hz, 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 
(s, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 8. 61 (s, 1 H) 
H*##HI (E S I - MS, m/z ) : 5 4 3 (M + + 1 ) 

mmrn 1 3 8 n- (2 □ □- 4 - (r7 h^->- 6 - (2 - gu 

-4-^^-yj -;h^->} 7jc-;p) -n' -7°n\i)i-tyuT 

(N — {2-^nn-4-[ (6-t KD^y-7-^S^y-4-^t 
>/U^;U) ^y]7i-JM -N' -7°Dh°;i/^7i/T, somg) Mm%W& 
(l38mg), 2- (^PD/^) tfU^>i&g£it (41mg) £N,N->?*^ 
*;l/AT5 K dm 1 ) ^^Ll20°CT3B#r^^L/io ^^1^fC7K£jjn^ 
^DD*j^-7"n/\7-^ (3/1) «LL W*JB*^7KttBl^hU^ 

{^$54mg. 4X^55% 

'H-NMR (CDCh, 4 0 0 MH z ) : 6 0. 9 1 (t, J = 7. 6 Hz, 3H), 
1. 51-1. 58 (m, 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s, 
3H), 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 21-7. 29 (m, 
2H), 7. 5 3 - 7. 5 5 (m, 2H), 7. 66-7. 71 (m, 1H), 8. 
15 (d, J = 9. 0Hz, 1H), 8. 5 5 - 8. 5 7 (m, 2 H) 
nmftffim (E S I -MS, m/z ) : 4 9 4 (M + + 1 ) 

mmmi 39 n- (2-^00-4- (r7 h^~>- 6 - (3 -^;u^u 

^^p^v) -4-^t'/U-j^->} ^^c-;u) — n ' -ypbf;u^u 
y 

mm (N- (4- {[6- (3-7°P*+y) - 7 h + y-4-^ 1 /U 
- 2-70D7x-^) — N ' -7"DWl/7, 54mg) 
^'J^A (I38mg). ; E;i/^'J> (0.017ml) &N,N-y7f MiPAJS h* (l 

mi) \zmm Li2ox:-c 3 mmwtw v fc, ^M^mz^ta^ ^dd^m 
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g, i&^77%T#feo 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 91 <t, J = 7. 6 Hz, 3H), 

1. 4 7 - 1. 5 9 (m, 4H), 1. 8 8 - 2. 0 0 (m, 2H), 2. 35- 

2. 48 (m, 4H), 3. 20 (dd, J = 7 . 3Hz, 12. 9Hz, 2H), 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (m, 1H), 6. 63 (s, 1H), 7. 0 
9 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, J = 2. 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d, J = 9. 0Hz, 1H), 8. 54 
(s, 1H) 

nm^fxm. (esi-ms. m/z ) .-530 (m + + 1 ) 

mifcm 140 : N - {2-^UU- A- r ( 6 - {3 - ( 2 - fc K □ =fr ~>X^- )V) 

Ojf2k> 7$/iyo^y} - 7 h^->-4-^^-yj-;i/) Or^isy? 

WM (N — (4- {[6- O-^otyn^y) -7-^h4^-4-^ 
tyj^l/]t+y} - 2-^007x~JW — N ' 5lmg) , 

m&tiWI* (68m g). 2- X^/— Jl/ (l5mg) £N,N- 

y^fMM7$ H (lml) fdigfi? L80°CT 3 PtWiJMt L-fe„ SJfS^^fd 
7K^i0x., ^DnWA-7"D/V-^ (3/1) TfflffiLfc. W*S*£*&7Kfife 

^y-;UTa^fSHPLCfc:«kl9»S[L. 3c)B<0fl^»£25mg, W48%Ti 

fee 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 5 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 2 (m, 2H), 2. 0 8-2. 15 (m, 2H), 2. 3 0 (s, 
3H), 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t, J = 7. 1Hz, 
2H), 3. 21-3. 26 (m, 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 5. 06 (t, 
J = 5. 6Hz, 1Hz), 6. 79 (s, 1H), 7. 13 (dd, J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 27-7. 28 (m, 2H), 7. 48 (s, 1 
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H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

mmmi 41 ; n- (2 -^pp-4 - U6-^ h^->-7- (2-bruv^ 

^ h^r'» -4-^y'JJl/1t^y} 7xZM -N' - :/P 1^7 
mm (N- (2-^DD-4-[ (7-tFn + y-6-^h + y-4- + / 

U;iO — N ' -yntf;i/-j7l/T, somg) MMtiOVA (13 

8mg)> 2 - *7UU*=?)V\ZV s J>m&M. (4lmg) £N,N - ^pWI/tfUUA 

75 h cimi) \zmmL8ox:i:3mmmwvrco K^u^m\z^imx, ?u 

n^;PA-yn/\V-;i/ (3/1) T&ttlLfc. W««&*McBIe&:J- h U V AT 

1 H — NMR (CDCh, 4 0 0MHz) : 6 0. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5 -4. 8 2 (m, 1H), 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 

(dd, J=2. 9Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, J = 7. 8 
Hz, 1H), 7. 69 (dt, J = 2. 0Hz, 7. 8Hz, 1H), 8. 25 

(d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1H), 8. 6 
1 (d, J =4. 6Hz, 1 H) 

nWMfxm. (E S I -MS, m/z) : 4 9 3 (M + + 1 ) 

gj»J 142 :N- (2 - ^ DO - 4 - {f6-^h^-7- ( 3 - b° U >W 

7i-^) — N ' -7°aej^l/7 
J^*4 (N- {2-^DD-4-[ (7-!:Fo^y-6-^h + y-4- + y 
U;U) ^v^x-JW — N ' -7°n tf;i/r7UT> 80mg) .M^U^A (13 
8mgK 3-^DP^f^t:'Jy>Mi (4lmg) $ N,N - ~J * 
75 K (lm 1 ) ^^L80°CT3B#fp1»L-7c o M^Wci/K ^P 
P^;UA-7"P/NV-;l/ (3/1) Tfflttibfc. WliJl Sr^7K5itt^^- h U ^7 AT 

»70mg, iK^71%Tt#7c„ 
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'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 7 (t, 3 = 7. 3 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, 3 = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s, 3H), 4. 8 2 -4. 9 0 (m, 1H), 5. 30 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1 H), 6. 72 (s, 1H), 7. 09 
(dd, J = 2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 32 (dd, J=4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s, 1 
H), 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
3 = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1H), 8. 58 (d, 
J = 3. 2Hz, 1H), 8. 7 5(s,lH) 
nmftVrm (E S I -MS, m/z ) : 4 9 3 (M + + 1 ) 

MMM 14 3 : N — (2-^ag-4 - {f6-^h^x-7 - (4-h°U^;u 
- 4 -*rJ ^M^^-jy) 7xZJ^) — N ' - fU \L)V^> VT 
mn (N — (2-^DD-4-[ (7-tHo + y-6-^h + y-4- + ; 
U;iO ^->]7iZJH -N' -7*oWl/7, 80m g) ,^BS*U^A (13 
8m g), 4-i7D0^5 L ;UtrU^>lSKia (4lmg) SN.N-S^^sJvft/A 
dm 1 ) £»»L80T;T3I^IKH1#L&. S^ffi^fcTK^ftlit, ?u 
u*)Vl±-7°U^J -)l (3/1) TtttBLfco WII&i*«ithU-7^T 
&*BU MTil^f S tTfien^?^ §H P L C CTf ij U mm<Dlt 
^ft^yimg, J«71%Tt#7c. 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 8 6 -4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, 3=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 

(dd, 3=2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 9Hz, 
1H), 7. 38 (s, 1H), 7. 41 (d, J = 6. 1Hz, 2H), 7. 54 

(s, 1H), 8. 26 (d, J = 9. OHz, 1H), 8. 46 (d, J = 5 . 
4Hz, 1H), 8. 61 (d, J=6. 1Hz, 2 H) 

(es i-ms, m/z ) .-493 (m + + 1 > 

ggjggjj 14 4: N- (2-^nD-4 - {r 6 - * b^ris- 7 - (2 -^E^t^'J 
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;x.b*~» -4-^/'j;H^y} y^-ji) -n' -yn^jiyuT 
mm (N- { 2 -^PP-4-[ (7-kFD + y-6-^h + y-4- + ; 
t+y]7i-;H -N' -yptf^^l/T, loomg) JS^^U^A (l 
72mg), l,2-> ? ^P^x^> (0.086ml) $N,N-y^^M7$ H (l 
ml) izmMLmi&T:3mmMftLfz, Kfo^®lZ7k&1]U^ 2uu*)VA- 
-?nn;-)\, (3/1) TttiaJLfc. ^TftliiS^aEtt^hU^ATttJHfcL, M 
ffiT^^^LTf#e,nfc^$^X-^;i/T^fe#L, 4>Hfl#: (N- (4- {[7 
- (2-7n^Ih + y) - 6-^h + y-4- + /iJJ^y) - 2 - ^7 P 
P^a:-;y) — N ' -y°U\±)\,^ V7) £f#7c 0 i%m* U (l38mg), 

^E;U*U> (0.17ml) ^N,N-y7?WA75F (lm 1 ) (C^L80t:T 

2B#r B m^Lfe„ ^i^^^r^(C7K^jjn^> ^pp*;1/A-t/pav-;!/ (3/1) 

n&3i£ £ ^ d P t^I/A/;* ^ y -Jls-vmfMT Z> y'J*WD7h^77^- 
fc£D*f®!U ^<Z)fb-&^/^70mg, iW54%Tl#7to 

'H-NMR (CDCb, 4 0 0MHz) : 5 0. 9 1 (t, 3 = 7 . 6Hz, 3H), 

1. 5 0 - 1. 5 9 (m, 2H), 2. 57 (t, 3 = 4. 6Hz, 4H), 2. 

8 8 (t, J = 5. 9 Hz, 2H), 3. 18-3. 2 3 (m, 2H), 3. 6 8 
(t, 3 = 4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5. 

9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 

3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd, 3 = 2. 7Hz, 9. 

OHz, 1H), 7. 14 (d, 3 = 2. 7Hz, 1H), 7. 34 (s, 1H), 

7. 43 (s, 1H), 8. 42 (d, J = 5. 1Hz, 1 H) 
nAfrtitm (E S I -MS, m/z ) : 515 (M + + 1 ) 

145 : N-r2-yDD-4-f ( 6 - ^ h^y - 7 - f 2 - ( 1 H - 1 . 
2, 3 - h'J7V-^- 1 --OU) :t^»77 ;nx;i/1 

— N ' -7Dl:>7l/7 

fC£|- (N- {2-^7PP-4-[ (7-tKO + y-6-^h + y-4- + ; 
UJy) ^-=^v-]-7x-;y} -N* - 77" P tf;^ 1/7, 80mg) ,je^#U^A (13 
8mg)> 2 - (1H-1, 2, 3 - h U 7 V* — )V— 1 — -f yU) x^;U 4-^ 
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1 ~^>if >7s)l7*j— h (59mg) ^N.N-y^^Jl/AJS H 

(lmi) izmmvi2ovv5mmmwvrz a Kj^m^mzTH^m^ ^nn^ 
A _y PAy _ ;I/ (3/1) -e^aiLfe. fiiSi^ith'j^At^L, 

MEET^£££^LTf#£>;h.7c$l££> ^ n n^;i/A - ^ / —JlTrMm LtzH 
PL CtCTMMU 3lffiCDfc-£#/£92mg, iR^92%Tf#^c. 
'H-NMR (CDCh, 400 MHz): 50. 97 (t, J = 7 . 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 - 3. 2 8 (m, 2H), 4. 01 (s, 
3H), 4. 52 (t, J = 5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9 
3 (t, J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, 1 = 2. 7 Hz, 9. 0Hz, 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1h), 

7. 72 (d, J = l. 0Hz, 1H), 7. 97 (d, J = l. 0Hz, 1H), 

8. 26 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 4Hz, 1 H) 
K«##ffi (E S I - MS, m/z ) : 4 9 7 (M + + 1 ) 

mffiffll 4 6 :N-r2-^7DD-4 - C{ 7 — T2 — (1H - 1 - S ^ y* 'J M 

!Mm (N — {2-#OP-4-[ (7-th*D + v-6-/h^y-4- + ; 
U;i/) ^y]7xZJH -N' hf;i/^7 VT. 80m g) ,M^7tr 'J -^A (13 

8mg), 2- (lH-l-f$^/UJW X^Jl/ 4 1 -^>if>X 
(59mg) &N,N-y7fMj^7$h* (lm 1 ) tC^?Ll20 
°CT50f^M^Lfco Kmm.%mz7k?tm7L. Zuui^)VK-7°un; (3/ 

t#£>n£:£g2£, ^aa*;i/A-^^y-;i/TM^bfcHPLC(CTlfML, m 
m^lt&WZ: 8 lmg, iK^82%Tt#fc 0 

'H-NMR (CDCh, 400 MHz): (50. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m, 2H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
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94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H>, 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 

(ES I-MS, m/z) : 4 9 6 (M + +l) 

mmmi 4 7 .• n- (2-?dd-4- ir7- (3-bKa^->yn^» 

- 6 h^->-4-^y UjHj^vj z^ik) -n' -y°a\iJi>ryuT 

Mm (N- {2-^DO-4-[ (7-th*P + y-6-^h + y-4- + / 
U;U) t+y]7x-JH -N' -7°D t°;i/^l/T, 80mg) ,g*BI;&U£A (13 
8mg), 3 -^P^E- 1 -yp/W-;U (0.027ml) * N,N - S^jft;^ 
(lm 1 ) (C^LMT'18B#^»L7to ^?M^#;{37K^Jpx., 

o^a-7°oav-^ (3/D -vrntaLfco &mm&m*m&-i-bvvA>'v 

'H-NMR (CDCh, 400 MHz): <50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 5 - 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2H), 3. 21 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 3. 87 (t, J = 5. 6Hz, 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz, 2H), 4. 81- 
4. 87 (m, 1H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 69 (s, 
1H), 7. 03 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 14 (d, 
J = 2. 7Hz, 1H), 7. 36 (s, 1 H), 7. 43 (s, 1 H), 8. 20 
(d, J = 9. 0Hz, 1H), 8. 42 (d, J = 5 . 4Hz, 1 H) 
$ZMM 148 ; N- [2-^DD-4 - ((6-^h^y-7 - [2 - ( 4 - * 3=- 
;Hf^>V) Ih^y] -4-^/'JJM aT^) -73i-;H -n' -ynbf 

JDK& (N — (4 - {[7 - (2-7'DWh + y) - 6 - ^ h + >- 4 - * 7 U 
;i/J ^+->} - 2-^DD7i-JW — N ' -7"D t°;i^l/7, 5 0mg), 
#U^A (1 3 8mg), 1 - 7<^;Hf^^> (0. 0 5 5ml) £N, 

5 F (lml) \z&m l^MU~C 1 8 Bf m%tW L7c a KJ^r^^fC 
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7K£*d*., ^□□^;UA-yn/ty-;u (3/1) -ettffiLfc 

U »l^ft^5 4rag 1 JR^l 0 0%T*§&. 

'H-NMR (C D C 1 3 , 4 0 0MHz): (5 0. 9 2 (t, J = 7. 3Hz, 
3H), 1. 4 9- 1. 6 2 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t, 3 = 4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t, J 
= 6. 1Hz, 2H), 4. 7 5 -4. 8 5 (m, 1H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d, 3 = 2. 7Hz, 1H), 7. 34 (s, 1H), 
7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 42 (d, 
J = 5. 1Hz, 1H) 

ff S^trffl ( E S I - M S , m/ z): 5 2 8 (M + + 1 ) 
^ffiffl] 149 : N - (2-^DP-4 - { r 7 - ( 2 - h K P ^ ->X K ^) - 
6-p< h^->-4-^yj;M^-^->} 7x~;i/) -N' -ynWU7 
fC£f (N- { 2 PP- 4 -[ (7-kHD + y-6-^h + y-4- + y 
t+y]7xZJH — N ' -yPtf^UT, 80m g) ,^gg;*7UtfA (13 
8mg), 2-7"D ; EX5 7 ;-Jb (0.02lm 1 ) ^N,N-y7WM7i F (l 
ml) lzmM^U~Cl8mmMWLfc 0 KJfciE&'&lzyk&toPL, ^dd*M- 
7"o/\7-Jl/ (3/1) TrmtHLfz. fll^i/MthU^A^il^ M 
flET^£©£LTf#e,nitg|££, * □ P*;i/A/;>< ^ / -^TrJIP^-r&HPL 

■H-NMR (CDCl.,, 4 0 OMH z) : <5 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, 3 = 7. 1Hz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, 3=4. 4Hz, 2H), 4. 
28 (t, 3=4. 6Hz, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
77 (d,J=8. 3 Hz, 1 H) , 7. 08 ( s , 1H), 7. 08 (dd, 3 = 2. 
7Hz, 9. 0Hz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 48 (d, 3 = 2. 9Hz, 1 H) 
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mmmi so n- {2-zuu- a-\ a - 12 -r (2-kHD^yif;p) 
— n ' -ya^jiryuT 

Mm (N- (4- {[7- + -6-^h^->-4-^y 

U;P]:t*~>} -2-^nn^x-;i/) — N ' -y'u^AOUT, 50mg) ,i*g£ 
TJ'J^A (l38mgh 2- UWS;) X^y— ;U (o.040m 1 ) £N,N- 
y^?MM75H (lml) ^**LSfflTl8«?fWft»Lfc. KfoM^mz 
i^tWX. ^00*M-7"0/V-^ (3/1) Tft&ffiLfc, W^Jf£*7M 

1 H — NMR (CDCb, 4 0 0MHz): 5 0. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 42 (s, 3H), 2. 69 (t, J = 5. 
1Hz, 2H), 3. 00 (t, J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7 Hz, 2H), 3. 6 4 (t, J = 5. 1Hz, 2H), 3. 
99 (s, 3H), 4. 26 (t, J = 5. 6Hz, 2H), 4. 66-4. 69 
(m, 1H), 6. 4 6 (d, J = 5. 1Hz, 1H), 6. 7 0 (s, 1H), 
7. 09 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J=2. 
7Hz, 1H), 7. 39 (s, 1 H), 7. 47 (s, 1H), 8. 24 (d, J 

= 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1H) 

K*##HI (E S I - MS, m/z ) : 5 0 3 (M + + 1 ) 

15 1 : N- (2-^dP-4- {\ § - * Y^ris - 1 - (3 -^afr'J 

yyp^^^) -4 u;h^->} :7j:x;u) -n' -:/pfcf ju^i^t 

im (N — (4- {[7- (3-7'Dt7D#+y) - 6 4 
^'JW^l -2-^OD7x^) — N ' -yDfcVl^l/T, 52mg) ,m 
B^U^A (138m g), ^E;i/7jsU> (0.044m 1 ) $N,N-y/^*M7$ 
K (lml) £»#LMTl8l$IHJflfc#Ujfc. SJtS^^tCTK&UPA, ^pp* 
;UA--7°DAV-;l/ (3/1) TW&ttiLfc. fil^MgiT-h'J^AT^ 

23m g, iR^44%Tf#7Co 
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'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6Hz, 3H), 

1. 4 9 - 1. 6 0 (m, 2H), 2. 02-2. 11 (m, 2H), 2. 40- 

2. 47 (m, 4H), 2. 52 (t, J = 7. 1Hz, 2H), 3. 21 (dd, 
J = 7. 1Hz, 12. 9Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4H), 3. 9 
5 (s, 3H), 4. 20 (t, J=6. 6Hz, 2H), 4. 7 0-4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz, 1H), 6. 64 (s, 1H), 7. 0 
4 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 15 (d, J = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 (d, J = 9. 0 
Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

^fijffij 15 2: N-[2-^DD-4- (6-^h^>-7- {f3 - (4-^ 

JgC& (N — (4- {[7- (3-7*nt7'D#+y) _ 6 4 
SVJ^ttis} - 2 - ^DD7x-JW — N ' -^n^«7U7, 52mg) 
S6*U^A (138m g), l-^;Hf^>?> (0.055ml) SN.N-v**^ 

= k dmi) izmMLM&T-ismmmwLtco K^m^mz^twx, 

(3/1) TifflLfe. «S^^7j<^±hU^7 
fk^^4lmg, iR^76%-ef#/i„ 

'H-NMR (CDCh, 400 MHz): (50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 02-2. 10 (m, 2h), 2. 23 (s, 
3H), 2. 3 0 - 2. 5 6 (m, 8H), 2. 52 (t, J = 7. 3Hz, 2H), 

3. 20 (dd, J = 7. 1Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz, 2H), 4. 8 3 -4. 9 2 (m, 1h), 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s, 1H), 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d, 3 = 2. 7Hz, 1H), 7. 
35 (s, 1H), 7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

Kt^tffi ( E S I -MS, m/ z ) : 5 4 2. (M + + 1 ) 
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^Mffil 1 5 3 : N-r2-^PD-4 - ( 6 - ^ h - 7 - {f 3 - (1 H- 1 , 
2, 3 - h'J7'/-^- 1 y a ^yl-4-^;'JJH ^HL 

-;i/l-N' -y'U\d)V0\y7 

hUTy-;K0-41ml), l-yu=E-3-^UUy'un> (0.79ml), BVit'r 

bz7 7^)i7>^-*y& (lomg), &£z£3M7mitj-hv<y<U7mm (imi) 
^T-trh> (lomi) izmmv, 5ox:x'i8mmmwvfz 0 ^M^mzTK^mx. 

§S!U (327mg) £?#fc 0 

IIC£f (N — { 2 -^DD- 4 -[ (7 -h h'P + y- 6 h^5>-4 - + / ij 

;iO ^y]7i-jn -n' -yoe;i/-i/i/T, somg) (138 

mg), iua!cD^P^#: (43mg) ^N,N-y^^^A7 5 H (lm 1 ) tcjgfl? 

Lsot:T3fJ#P^jl#L£:o KJfom&mzTk&fiQx., /7 D d^a-7°oav 

stTf ^no^;i/A / ;-)i-cmmTz>HPLaz < kvmm 

'H-NMR (CDCh, 4 0 0MHz): 5 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m, 2h), 3. 26 ( d 
d, J = 7. 1Hz, 13. 2 Hz, 2 H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t, J = 6. 6Hz, 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 77 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 19 (d, J=2. 
7Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 7. 61 (s, 1 
H), 7. 67 (s, 1H), 8. 26 (d, J = 9. OHz, 1H), 8. 47 (d, 
J = 5. 4Hz, 1H) 

KS^Uftt (E S I -MS, m/z ) : 5 1 1 (M + + 1 ) 

^MM 154 :N-r2-^7DD-4 - ({ 7 - f3 - (lH-l-<$ gVU ;IQ 
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-f S ;K680mg), l-^Dt-3-^DD7DA> (0.79ml) , B^lfrr 

Y^y^)V7y^-^L, (lOmgK *«t^3M7Ktt<k^-h'J^A7K*« (lml) 
$rT-feh> (10ml) £igfl?U 50t;Tl8B#IBM*#L£. SJtSjl^tTKSJO^.* 

$!t> 't'Wft: (1- (3 -^nnyntf;p) - l H — f5^/-;k 525mg) £ 

(N — {2-^PP-4-[ (7-hh*D^y-6-/h^y-4- + y 
U;U) t^y]7x"JH — N ' -7'0h:JWU7, 80m g) (13 
8mg), SuM^^ 1 ^^ (42mg) ^N.N-y/^MMJSH (lml) 

;u (3/D TttaiLfe. tli^i/Mthu^ATSiL^ «jet»«e* 

»*LTf#6nfca*Sr, ^nn*;i/A / * ^ y -;|/TJg^T^HPLC{Cck 0 ffl 

'H-NMR (CDCb, 4 0 0MH z): 3 0. 9 1 (t, J — 7 . 3 H z , 3 H), 
1. 4 8 - 1. 6 0 (m, 2H), 2. 2 7 - 2. 3 6 (m, 2H), 3. 20 (d 
d, J = 6. 8Hz, 12. 9 Hz, 2H), 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t, J = 6. 8Hz, 2H), 6. 39 (d, 
J = 5. 4Hz, 1H), 6. 90 (s, 1H), 6. 9 8 - 7. 0 4 (m, 2H), 
7. 12 (d, J = 2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. 0Hz, 1H), 8. 41 (d, J = 
5. 4Hz, 1 H) 

^fittiffiJ 155 : N- (2-^/DD-4-f (7 - {2 -fv? ( 2 - h Fn^yXf 
;U) 7$;iXh^y} -6-^h^y-4-^UJM ^->17i^} — N 

Mm (N — (4- {[7- - 6 - h - 4 - ^ y" 

U;P]^-+->} - 2-Cuuy -N* tf;i/^l//\ 50mg) 

ft V OA (138m gh 1 Ui?> (0.055ml) £N,N- i/^^fr-fc 
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^□D*M-yn/v-^ (3/i) -cmttiLfz, mmm*m*m.mj-hw 

'H-NMR (CDCh, 400 MHz): (50. 92 (t, 3 = 7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J=4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2h), 3. 60 
(t, 3 = 5. 1Hz, 4H), 3. 94 (s, 3H), 4. 17 (t, J = 5. 
0Hz, 2H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 75 (s, 1H), 
7. 04 (dd, 3 = 2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J 
= 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
mMM l 5 6 : N- {2-^DD-4-r(7- {3 (2 - hi FD^ylf 

N ' -y°a vt 

MM (N — (4- {[7- (3-7*Dt7'D^y) -6-^b^->-4-^ 
/U;i^^>} - 2-^nD7xZ^) — N ' -7°OWl/7« 52m g) ,m 
^#U^A (138m g), yI^7-^7S> (53mg) £ N,N - V * ^JU^JUA 
7SH (lm 1 ) (C^L^^-ei8B#^it^L7c 0 ^^-&#/{37]<^in7l, 
□ *JI/A-7"D/V-J1/ (3/1) TS3££}L/io ^MtK^^- h >J O AT 

tlS:4lmg, JK¥82%T?#£ 0 

'H-NMR (CDC1:>, 400 MHz): (50. 89 (t, J = 7. 3Hz, 3H), 
1. 4 6 - 1. 5 6 (m, 2H), 1. 9 7 - 2. 0 5 (m, 2h), 2. 6 3 (t, 
J = 5. 1Hz, 4H), 2. 69 (t, J = 6. 1Hz, 2H), 3. 19 (d 
d, 3 = 7. 1Hz, 13. 2 Hz, 2H), 3. 60 (t, 3=4. 9Hz, 4 
H), 3. 94 (s, 3H), 4. 32 ( t , J = 5. 9Hz, 2H), 5. 27- 
5. 35 (m, 1H), 6. 37 (d, J = 5. 4Hz, 1H), 6. 94 (s, 
1H), 7. 01 (dd, 3 = 2. 9Hz, 9. 0Hz, 1H), 7. 10 (d, 
3 = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d, J = 5. 4Hz, 1 H) 
(E S I -MS, m/z ) : 5 4 7 (M + + 1 ) 
mmmi 57 :N- {2-^Dn-4-r (7- {3-f 

Jj§C£f (N — (4- {[7- (S-^D^yPTjf^^) -Q-^ h ^. > _ 4 _^ 
SV)V]**r>>} -2-?UU7x.-)l) -N* 52mg) ,m 

B&^UtfA (138m g), 2- (^f^75y) X^/-;l, (0.040ml) £N,N- 
y^fMJl/A7 5 K (lm 1 ) K*#UMTl8l$raif £jfcfi<&<»K: 
7K^inx., ^DD^M-7°n/v-^ (3/1) TttfflLfc. W$i7j(I5S 

U ^mcDikfityS* 5 lmg, «98%Tt#fc. 

' H — NMR (CDCb, 400 MHz). -<50. 91 (t, J = 7. 6Hz, 3H), 
1. 45-1. 59 (m, 2H), 2. 05 (t, J = 6. 8 Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J = 5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz, 2H), 3. 20 (dd, J = 6. 8Hz, 12. 9Hz, 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz, 2H), 5. 0 0 - 5. 0 8 (m, 1H), 6. 40 (d, J = 
5. 1Hz, 1H), 6. 79 (s, 1H), 7. 03 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, 1 = 2. 7Hz, 1H), 7. 4 2 6 (s, 
1H), 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9 . 0Hz, 1 H), 8. 4 
0 (d, J = 5. 4Hz, 1H) 

fi^W (E S I -MS, m/z ) : 517 (M + + 1 ) 

^Mffil 158 :N-r2-^OD-4 - ({6-,*h=Ey-7-r4- (1 H- 1 , 
2, 3-^77-^-1-^^) 7>tyl-4-^/'JJH 3hfr-» 7xX 

h UTV-;K0.41ml)> 1 -7*Di-4-^DD^> (0.93mlh 
^7^;1/T>tEX^A (lOmg), 3M7KB&ffc^MJ£A7fcJgJft (lml) * 

Tilh> (10ml) fcMPU 50*CTl8l^M««ibfc. S^jg^tCTK&iDiL, 
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SS!U ^ISJtt (1- (4-^DD7fJW - 1 H- 1 , 2, 3 - h U TV— ;k 
314mg) 

WM (N- (2-^00-4-[ (7-tKD + y-6-/h + y-4- + y 
U;l/) t^y]7x-^} -N' -yDmi/J, 80mg) ,Mg£#U^A (13 
8mg), fuizBc^'t'ffi^ C48mg) &N,N-y/f M;|/A7$ H (lm 1 ) 

;i/ (3/1) Tft&iiJLfc. #«»£&*fifc»:^MJ£ATl6jftU «JEET»lft£ 
iiLTllSnfca**, ^Dn^A /pt^y-;i'TJRS§T*HPLCk:«fcO« 

'H-NMR (CDCh, 400 MHz): 50. 96 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 8 - 1. 9 8 (m, 2H), 2. 14- 

2. 24 (m, 2H). 3. 26 (dd, J = 6. 6Hz, 13. 2 Hz, 2H), 

3. 99 (s, 3H), 4. 20 (t, J = 5. 9Hz, 2H), 4. 55 (t, 
J = 7. 1Hz, 2H), 5. 0 0 - 5. 0 6 (m. 1H), 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1 
H), 7. 4 9 (s, 1H), 7. 6 8 - 7. 7 2 (m, 2H), 8. 2 6 (d, 

J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 
Il^tifi (E S I -MS, m/z ) : 5 2 5 (M + + 1 ) 

mffiM 15 9 : N- {2-^DD-4-r(6-^N^^-7 - (T5 - (1 H- 
1, 2, 3 - h'J77-^- 1 -4)V) ^>?-Mjr*is) -4-^7'JJl/) 3" 
-N' -Vd bf;i/^7 1/7 
h U TV— ;U(0.41ml), l-^Dt-5-^OD^>^> (1.0ml), 3 <^b7 : - 
h ^ V^Jl/T >^E ~ ^ A (lOmgh *3«fctX3M7fcai^hUC7A7K»tt (1ml) 
£T-feh> (10ml) KigflPU 50 c CTl8B#Pp1jt^L7to S^^«lt7K*Jn^t, 
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Mb, tpfflfc (1- (5-^DD^>^-lH-l, 2, 3-h'JTV— )V, 
390mg) £?#/l 0 

(N — {2-^DD-4-[ (7-tHn^y-6-^h + y-4- + y 
U;I0 ^-+~>]y'a:-;i/} — N ' - y □ tf;i^ 1/7, 80mg) ,^^7 U #A (13 
8mg)> W&(D^mW (51mg) ^N,N-y^fMJ|/A75 K (lm 1 ) \Zfe 

)i (3/D Tttttib/i 0 »s^M7KM^-h u^at^l, mmrmm* 

'H-NMR (CDCh, 400 MHz): 50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m, 4H), 3. 21 (d 
d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H), 4. 38 (t, J = 7. 1Hz, 2H), 4. 86-4. 
94 (m, 1H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 71 (s, 1H), 
7. 03 (dd, J = 2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1H), 7. 51 (s, 
1H), 7. 64 (s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 
(d, J = 5. 4Hz, 1 H) 
Ri^tfl (E S I —MS, m/z ) : 5 3 9 (M + + 1 ) 
^fifefll 160 : N-T2 -^DD-4- ({7-f4- (1 H- 1 5 gVU 

<i ^ yy-;K680mg), 1 -^-4-^DD^> (0.93mlh 3 tffc^ h 
^^;i/T> : &-^A (lOmg), &«ktf 3Mzk&fl^MJ£A*ig?l£ (lml) £ 

T-feh> (lomi) 5o , CTi8^FM#L/to fcmM&mzTk&mz.* 

(1- (4-^7 007*^) -1H — f ^V-Jk 756mg) £t# 
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WM (N- {2-^OD-4-[ (7-tFD + y-6-^h + y-4- + ; 
U;U) t+y]7xZJH — N ' -7°U¥)VWT, 80m g) U (13 

8mg), *3cfc^ffiai(D4 1 PBl# (48mg) &N,N-y7^1/*M75H (lm 1 ) 

(3/1) Tttfflbfc. WfiJf ^^KM^hU^AT^U «EET* 

'H-NMR (CDCh, 4 0 0MHz): (5 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3 - 1. 9 5 (m, 2H), 1. 98- 

2. 08 (m, 2H), 3. 25 (dd, J = 6. 8Hz, 12. 7 Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz, 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s, 1H), 6. 97 (s, 1H), 7. 06 (s, 
1H), 7. 08 (dd, J = 2. 9Hz, 9. 3Hz, 1H), 7. 18 (d, J 
= 2. 7Hz, 1H), 7. 37 (s, 1 H), 7. 49 (s, 1H), 7. 58 

(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H) 

mmm hi n- (2-^do-4- (r6-;*h^>-7- (4 - tf j 

*h*i/) -4-^±vu-;h^-^'>} — N ' - (2, jj^^Zik 

(N ' - (2-^on-4-[ (7-tKD + y-6-/h + y-4-^ 
^-V/U— ;P) ^y]7i-;H — N ' - (2, 4-y7MD7i-;W V U 
7\ 8 0mg) 'J £ A (138m g), 4- & uu *?-)VW zs>WB&& (4 

lmg) SN.N-^^WATSH (lm 1 ) L3£ifiT18l$Wtt# L 

/to KJftig-&4&K:zfc£j&D*., ^DD*M-7'o/ty-;|/ (3/1) TjfitiBLTCo 

'H-NMR (CDCh, 4 0 0MHz) : <5 4. 03 (s, 3H), 5. 46 (s, 
2H), 7. 0 3-7. 11 (m, 1H), 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d, J = 5. 9Hz, 2H), 7. 56 (d, J = 
2. 7Hz, 1H). 7. 61 (s, 1H), 7. 95 (s, lH), 8. 09-8. 
18 (m, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 57 (s, 1H), 
8. 63 (d, J = 5. 9Hz, 2H), 8. 81 (s, lH), 9. 30 (s, 
1H) 

mmmi 62. -n- (2-^dd-4- {r6-^ h^>-7- (2-^&;u^u 

yxh^» -4-^±Vu-;m^-^->} ZjL^ik) ~N' - (2, 4-~>*7 

(N* - {2-^OD— 4-[ (7-tHD + y-6-/h^y-4-^ 
^-y*U-;i.) t+y]7i-JH — N ' - (2, 4-y7Mn7x~jW ^7 u 
7, lOOmg) MmxyyA (857mg), l,2-^7'OW> (0.085m 1 ) * 
N,N-y^?MM7 5F (lm 1 ) L£ffiTl8P#rail#L&. K^ffl 

•s-^jiczk^in*., ^dd^a-7"d/v-ji/ (3/1) -eaaiL7co ^mmz 

«5»L, (N- (4- {[7- (2-7'DtlI> + y) -6-^h^x- 

4-+t7'J^]t+y) -2-^0071-^) — N ' - (2, 4-^^;P 
tD7i^) ^7 1/7) 4»fBJ«c. m&jjtjry^ (i38mg)> ^*U> 

(0.05ml) fN,N-y/fMM7=H (lm 1 ) K»«LMT?18B#IHJift# 
LTCo Si^^^#J(C7K^r7JP^, £ □□^;i/A-yp/W (3/1 ) Tfl&tfJLfc. 

nu-fcllA/* d? J - JUTJgwr SHPLCfcJ: 0 iff®! U ^moit^m^Slm g , 
JRa*46*Tf#Jfc. 

'H-NMR (CDCh, 4 0 0MHz) : 5 2. 5 4- 2. 6 3 (m, 4H), 2. 

8 5 - 2. 9 4 (m, 2H), 3. 6 6 - 3. 7 3 (m. 4H), 3. 97 (s, 
3H), 4. 2 5 -4. 3 2 (m, 2h), 6. 7 7 - 6. 8 8 (m, 2.H), 7. 

09 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 
2 5 7 (s, 1H), 7. 2 6 4 (s, lH), 7. 44 (s, 1H), 7. 90 
-7. 99 (m, 1H), 8. 22 (d, J = 9. OHz, 1H), 8. 56 (s, 
1H) 
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fC*#tfrte (ES I -MS, m/z) : 5 8 6 (M + + 1) 
mmrn 16 3 : N- (2-^7DD-4- (r6-^h^->-7- (3 - 
-4-^tyj-;i/1t^y} 7xZ^) — N ' - (2. 

Mm (N- (4- {[7- (3-7ot7D^y) - 6 h*~>-4-^ 
j-yjz;i/]t+y) - 2-70D7x-;W -N' - (2, 4-J?7MD7 
x— ;W 7 1/7, 59m g) ,^K*'J7A (857m g), ^E;U*U> (0.043ml) S 
N,N-y^?MM75F (lm 1 ) fc«#LMTl8l$rajf £j&*g 
^KtK&Jii*.. 7Pn^M-7n;ty-;p (3/1) TJfifflLfc. W«iJf£M 

1 H — NMR (CDCls, 4 0 0MHz) : 52. 06-2. 16 (m, 2H), 2. 
4 3 - 2. 5 7 (m, 4H), 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6. 6Hz, 
2H), 6. 79-6. 91 (m. 2H), 7. 14 (s, 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1H), 7. 29 (d, J 
= 9. 0Hz, 1H), 7. 33 (s, 1H), 7. 49 (s, 1H), 8. 26 ( d , 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
mm^ffm (ES I-MS, m/z) : 6 0 0 (M + + 1) 

mifaffl 164: N-f2-^Dn-4- ({6-^h^->-7-f3 - (4-^9- 

)V^2JLD. 7°a^^->i- 4 -*+v*i)-ju} 7x^i-n' - (2, 

4-y7MD7iZJl/) OUT 

mm (N- (4- {[7- (3-7ot7n^y) -6-*h + ~>-4-^ 
tVJ-JI/Jt+y} - 2-^DD7i-jH — N ' - (2, 4-77MD7 
x~;U) 171/7, 59mg) MmtiVVA (l38mg), 1 -*3\>H^7 5;> (0. 
055ml) ^N,N-y^f;^M7$K (lm 1 ) K»#L£j^l8B#MJft#l, 
7Co Rf£j&&4fcK:7k£in;i. £r DDjIxM-yp/V (3/1) TJfitBLT^o 

— 5";UT#fc#U ^H<Z)^#j£58mg, i(X^95%T-f#7Co 
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1 H — NMR (CDCh, 4 0 0 MH z ) : 52. 0 1-2. 12 (m, 2H), 2. 
23 (s, 3H), 2. 23-2. 80 (m, 8H), 2. 51 (t, J = 7 . 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 ( t , J = 7. 2Hz, 2H), 6. 
73-6. 87 (m, 2H), 7. 13 (dd, J = 2. 7 Hz, 9. 0Hz, 
1H), 7. 24 (d, J=2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s, 1H), 7. 44 (s, 1H), 7. 91-8. 00 (m, 2H), 8. 2 

1 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1H) 



mifoMl 65 :N- {2-^DD-4-[ (7 - { 3 -f 

X.-JI} — N ' - (2, 4 -S^I/^D^ji-;!,) r>^ T 

/E^f (N — (4- {[7- (3-yp^7°P^^-» -6-^h^~>-4-^F 
tyj^]t+y} -2-^DP7irJW -N' - (2, 4-y7MD7 
x— 7l/7\ 59mg) ,m^#U^A (I38mg), 2- (/h^75y) X 
(0.040ml) &N,N-y7fWA7iF (lml) b^STl 

nfc^^S:X-^;H?^# U «^©-fb^#;^58mg, «100%Tt#fc o 
'H — NMR (CDCh, 4 0 0 MH z):<52. 06-2. 16 (m, 2h), 2. 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J =6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (d, J = 2. 
7Hz, 1H), 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 59 (s, 1H) 
StS^-ftfffl (ES I -MS, m/z) : 5 8 8 (M + + 1) 

■£Mm 16 6: N-f2-7DD-4- ({6-^h^->-7~r2 - (4-^^ 
;Ubf^7>V) X h^>-1- 4 -^y'JJi/} ^-^-» 7xZJH-N' - (2, 4 

^ jc 71/7 

JK£f (N — (4- {[7- (2-7D«h^y) - 6 - ^ h - 4 - 3- / 
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VJV]**F-zs} - 2-^DD7x-jl/) -N' - (2, 4 - U 7i ~)V) 

<0UT, 50mg) ,^K*U^A (l38mg), 1 - (0.055m 1 ) 

^N,N-y/^WA7$F (lm 1 ) K:»#L&ifiT18l$IHHI#L;fc. frfo 
U^^\Z7^twX, 2 on*J^-7°n/v -)V (3/1) tlitiLit. ^tttJI 

T8fcJ£U ^JB<Z>fc£4*l£48mg, W93%Tf#7c. 

'H-NMR (CDCb, 400 MHz): 52. 31 (s, 3H), 2. 4 0-2. 
75 (m, 8H), 2. 95 (t, J = 6 . 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d, J = 5. 1Hz, 1H), 
6. 85-6. 96 (m, 3h), 7. 12 (dd, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
40 (s, 1H), 7. 47 (s, 1H), 7. 94-8. 03 (m, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 1Hz, 1 H) 
MMM 167 : N- {2-^DD-4-r(7 - { 2 -f (2 - b HD^'>X^)P) 

— N ' - (2, 4-^7MD7x^) frl^T 

Mm (N — (4- {[7- (2-7Dtlh + y) - 6 - ^ K*5>- 4 
U;i/]^-+5>} - 2-^/DD7i^) — N ' - (2, 4-y*7Mn7i^) 
^1/7, 50mg) ,^fit*U^A (138m g), 2- (y^UT^/) X^/ — 
(0.040m 1 ) &N 1 N--775 : JWA7$F (lm 1 ) fcJgflPLMTlSlSNBJ 

fflj^Lfe. KJtSS'&tttcTK^in^., ^on^;i/A-yaAV-;i/ (3/1) 

ttiLfc. W«8«£*Szkfilt&± h U 7A«L, «ffiT»«E&e£LT»5nfc 

'H-NMR (CDCh, 4 0 0MHz) : <5 2. 44 (s, 3h), 2. 71 (t, 
J=4. 9Hz, 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0 - 6. 9 3 (m, 2 H) , 
7. 11 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6 - 8. 0 4 (m, 1H), 8. 
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25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 

16 8 : N- (2-^PP-4- {\$ - *V*z/- 7 - (3 - ^e;p^u 
y7°D^y) -4-^;UJ|/l^y) y^-)l) — N ' - (2, 4-v^^;|/ 

HC#f (N- (4- {[7- - 6 h4^>-4-^ 

yu;u]^-=^^>} - 2-^dd7x-jw — n ' - (2, 4 ->?7;i/^-n^x- 

;U) ^7l/T, 50m g) ,m^#U^A (138m g), U > (0.044m 1 ) £N, 

N-y^?MM75H (lm 1 ) £»#LMT18I3M«#L&. gJtai£- 
yo\Z7k&])U7L. 5 uwfcfyk-zfunj -)V (3/1) Tj£fcBL-?t 0 W^S^M 
7K6ft^^- MJ A -V&m L , «JET»«E & L T?# £ ft&38 $ £x-^;PT#fc 

1 H — NMR (CDCh, 4 0 0 MH z): 5 2. 0 6-2. 16 (m. 2H), 2 . 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J = 6. 6Hz, 
2H), 6. 47 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 9 3 (m, 2H), 
7. 06 (s, 1H), 7. 12 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 

7. 22 (d, J = 2. 9Hz, 1H), 7. 42 (s, 1H), 7. 47 (s, 
1H), 7. 9 5 - 8. 0 4 (m, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 

8. 48 (d, J = 5. 4Hz, 1H) 

mffliM 169 :N- (2-^DP-4- {\6 - ^ 7 - ( 3 - fcf U VJk 

^Y^-jy) -4-^;'JJW->l 7x-j^) — N ' - (2, 4-i^y)l^n 
7x-Jl/) -7U7 

N — (2-^DD-4-[ (7-hh*D+y-6-^h + y-4-4 : ; i JJW 
t+y]7xZJH -N* - (2, 4-y7Mn7xr;W £1/7 (55mg), 
Bm*VVl* (31mg), 3 -tT3»j;Ui7 0U (22mg) SN, N — v 5 ;* 

WWATSh* (1ml) fcig»U 80ft7?H^rait*fL7t. «JET^<g&S5fe 

L7Co ?PP*;UAJi£M7kfifD^HJ£ATi|&^U MJ3ET?&$»£MSc LTf# 
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'H-NMR (CDCb, 4 0 0MHz): (54. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m, 2H), 
7. 10-7. 16 (m, 2H), 7. 31-7. 3 5 (m, 1H), 7. 48 (s, 
1H), 7. 54 (s, 1H), 7. 86 (d, J = 7. 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m, 1H), 8. 32 (d, J = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d, J = 3. 9Hz, 1H), 8. 77 (s, 1 H) 

l 70 :N-r2-^aD-4- ({6-^h^'>-7-f2 - (1H~1, 2, 
3-h'J7'y-^-l-fJl/) xh^yl-4-^/U^} ■t^-jy) 7xrjH- 
N ' - (2, 4 -i/7)l3rU7 3i-)l) yUT 

N- (2-^nn-4-[ (7-kFP + y-6-^h + y-4- + ygjW 
7$-*><]7 jl~JI>} — N ' - (2, 4--/7MD7X-JW ^7 IxT (55mg) , 

mm^v^A (3im g ), 2- (ih-1, 2, 3 - h u t v—)i>- i — r;w X 
4 i -^>if >x;i/7}s^— h (36m g ) £n, N-^^^;i/^ 

3 H (1ml) fc^fifU 8OSTi0#P^«#L;to MJ£TM££®£LT?# 

^np^;i/A^^te 7 K5^^^- h ij 7AT^iL, M/dET^$*^@SLTt#en7c 
^££X-^;i/TiJfe#U Sil£>{fc£-^£46mg, lK¥72%Tt#7Cc 
'H-NMR (CDCh, 4 0 0MHz) : (5 4. 0 2 (s, 3H), 4. 5 3 (d, 
J=4. 9Hz, 2H), 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. OHz, 1H), 8. 49 (d, J = 5. 4Hz, 
1H) 



171 :N-(2-/ b^ris- 4 - {[6 - * b^ris- 7 - (3 -^^zfr'J 

T 
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N-4- [(7-fc N + y-4-+tl/U-;W **~>] -2 

K + y7x-;H -N' -7°n¥)lOU7 (1 OOmg), m^^7 U OA (1 
38mg), 1, 3 -y^D^E^DA^ (5 6mg) £N, N-y7^MM7 
SH (5ml) t**LMT3l^f|BI«^Lfc. MJEET««&9*Lfc»Snfc 
^^^TK^riPA, ^DD*W2-7°n/V-^ (4/1) TttffiLfeo 
»&M7KBftK^- h U ^A«L, «EET»«£9SLT#&tl&Si3 £x-5r 
JWVt&ls. N- (4- [7- _ 6 _^ h ^, > _ 4 _ 
+ty'Ur;i/] t+y-2-/h4 : y7i-JH — N ' -y'nEJlOUY^ 5 3 
mg, »4 1 N- (4 - {[6 - O-^Dtyo^y) - 7 

h^y-4-+t , /'J^H a*^} - 2-^dd7i-;H -N' -7°ntf;i/ 
OUT (5 Omg), fikWtfjVOA (6 Omg), N-*^)V\ZU5?> (10 0 
Ml) £N, N-y/f;i/*M75H (2ml) fc»«PUM*C 1 6 l$ffl$# 

x.^PP*;PAT*f&£t}L/r,, #««S«l*fiftBS^-hUC7AT?<ejftL, «EET?§& 
LT?# Sn&SiS £ ^ p □ *;i/A/* ^ J -;i/TJMT 3 U o 
T OIMSU 36H 2 2mg, *K^4 2 %Tf#/to 

'H-NMR ( C D C 1 3 , 4 0 0MHz): §0. 97 ( t , J = 7 . 6Hz, 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r, 4H), 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br, 4H), 3. 87 (s, 3H), 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2 -4. 6 4 (m, 1H), 6. 65 (s, 1H), 6. 7 
9-6. 85 (m, 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1 
0 (d, J = 8. 5Hz, 1H)> 8. 62 (s, 1 H) 
K*##HS (ES I -MS, m/z) : 5 2 6 (M + + 1 ) 
g|»iJl72:N- (2, 4-'77^a7i^) -N' - 
4- ([6-/h^->-7 - (3- : EM'J7 7'D^y) - 4 - ±±V U - 
7xZJl/) ^7 

N- (2, 4 -i?7MD7 x— ;W — N ' -4- [(7 -h HD + y- 6 

:*^->] - 2 -7 h^y7xr:j^l/7 (3 7 5m 



WO 00/43366 



PCT/JP00/00255 



- 153 - 

gh m.W.tlWl± (442mg) ( 1, S-y^Dtyn/O (2 4 2mg) £ 
N, N-y^^MMJSH (5ml) fC^L^&T 3 B#p B 1«#Lfco j«JE 

#U N — {4- [7- -6-^ h^i>-4-^^-V 

U-;P] ^y-2-^h + y7irj|/} — N ' - (2, 4-y7j|/tn7x" 
iW 7^7^2 10mg, 1K$4 5 %Tf#7c<, N — (4 - {[6 - (3-7"nt7' 
□ ~7-p< h^^-4-^-^yj-;H - 2-^DD7ilJH 

-N' -yah 0 ;i/>j7l/T (13 0mg), h'Jx^Jl/J5> (0. 5ml), 
*U> (0. 5ml) £N, N-y7fWM75H (4ml) ^^^L^jfi 
Tl 8RffM#Lfc 0 «£ETiSJ«S:aSLT»&nfc^$tCfflft^K7K*^hU 
•>ix7K»»t&iD^.^nD7fN;i/ATtflaLfc. «JI£M7j<fM^ h iJ7A« 

y'J*yjl/7o7hi777^-[; c tDiSL > »M^8 1mg, iR$S6 
2 %Tl#fc. 

'H-NMR (CDC 1 , , 4 0 0MHz) : 6 1. 9 7 - 2. 0 0 (m, 2H), 
2. 39 (br, 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H), 3. 88 (s, 3H), 3. 98 (s, 3H), 4. 25 (t, J = 
6. 3Hz, 2H), 4. 27-4. 3 1 (m, 2H), 4. 6 2 -4. 6 4 (m, 
1H), 6. 84 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 7. 03-7. 
07 (m, 2H), 7. 2 8 - 7. 3 4 (m, 1H), 7. 38 (s, 1H), 7. 
55 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s, 1H), 8. 
7 4 (s , 1H), 9. 18 (s, 1 H) 
H«##tM (E S I -MS, m/z ) : 5 9 6 (M + + 1 ) 

mmm 1 7 3 n- (2-^h^~>-4- ir6-^h^>-7- o-^ji* 

ijyyn^y) -4-t/ l JJM^y) 7izj|/) -N' -yne^frur 
JSCI4 '(N- {4-[ (7-tHo + j/-6-^h*j/-4- + yij;W ^->] 
-2-^h^y7i-JH -N' -yPk°;i/^7l/7, 80mg) ,j^#U^A (1 
38mg), l,3-y7Dt7'n/0 (0.10m 1 ) ^N,N-y^?MJl/A75 H 
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ami) \zmmv^wvi8mmmwLTz 0 Kfou^mzj^m*.. ^ddw 
A-yoAv-;u (3/D -cmtuLfco mmm^m^mmi-h^oAT^mi^ 

mMts x )^K (l38mgh ^E;^U> (0.040ml) ^N,N-y^fMJl/A7 5 K 

dmi) izmMLm^-vi8mmmw^rzo K^m^mzy^m^., ^dd^ 
A-yn/w-^ (3/D xmtaLrz. ^mm^m^mm^hv^Ax^mL, 

M!£Ti£M: bTf# b n£:^£ £• ^ n d 7ft;i/A/p< ^ y — ;H? Hint" 3 ~> U 

'H-NMR (CDCh, 4 0 0MHz) : 50. 9 5 (t, J = 7. 6 Hz, 3H), 

1. 5 2 - 1. 6 9 (m, 2H), 2. 06-2. 15 (m, 2H), 2. 43- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H), 3. 23 (dd, 
J = 6. 1Hz, 12. 9Hz, 2H), 3. 6 7 - 3. 7 2 (m, 4H), 3. 
81 (s, 3H), 4. 00 (s, 3H), 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz, 1H), 6. 68 (d, J = 2. 4Hz, 1H), 

6. 76 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H), 8. 12 (d, J = 8. 8Hz, 1H), 8. 44 (d, 
J = 5 . 1 H z , 1 H) 

mmMl 7 4 : N — (2-y h=^iy-4- {f6-^ h^>-7- (4-b J Uy 

HC£f (N — {4-[ (7-tHD + y-6-^h + y-4- + ;iJjW ^+->] 
-2-/h + y7xz;H — N ' -yDhf^^lxT, 80mg) 'J A (l 

38m g), 4 -^DD^^e'J z/yimtm. (48mg) £ N,N - fP^^A 

D^A-yo/V-^ (3/1) xmitiLfzo fil^^KMth'J^AT 

'H-NMR (CDC1 3, 400 MHz): 6 0. 9 5 (t, J -7. 3 Hz, 3H), 
1. 52-1. 69 (m, 2H), 3. 24 (dd, J = 7. 3 Hz, 12. 9H 
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z, 2H), 3. 82 (s, 3H). 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
68 (d, J = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z, 1H), 7. 37 (s, 1H), 7. 42 (d, J = 6. 1Hz, 2H), 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

mffiM 175: n-x^;u-n' - (4 - (r6 h^y- 7 - (2 -qe;^ 

'i/Ih^y) -2, 5-y^^;i/7xZ^) fr^T 

(N-X^;|/-N* - {4-[ (7-hh'D + y-6-^h + y-4- + 
/U;U) ttis]-2, 5-y7W7iiJH ^1/7% 76rag) U >y*A 

(138m g)> l,2-y7D ; EX^> (0.085m 1 ) ^N,N-y7fMM75 
K (lml) £»#L£ffiTl8l$Mii#Lfc. KJfcjS'&ttfczk&in*., ^oo* 
;PA-ynAV-;i/ (3/1) TttfflLfc. tlI^i7K»h'J^A« 
U «flET»jftSr«*UT»&tlfeJ8$Sx--5 : -;PTifti*U, fIBM*: (N — (4 
- {[7- (2-^atIh + y) -6-* h**>- 4 U ;P]^>'} -2, 

5-^^f^7i-;w -n' -iwi/7) ^f#rco mS^u^a 

(I38mg), : E;i/^U> (0.044ml) ^N,N-y75 1 J^M7$ F (lml) Kl 

ig#L£ifiTi8i$rai«#Lfc. S^rg-&#/^7K^JP^.^DD^;UA-yoAV - 
)V (3/1) TJfiffiL/t. til^JcMtMJ^AT^lb, «£ET»JK* 
®*LTt#6tifc^^^^np^;i/A/p<^y-;i/TMWT^HPLcm: Dili 

1 H — NMR (CDCh, 4 0 0 MHz): 51. 10 (t, J = 7. 3Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H), 2. 53-2. 59 (m, 4H), 
2. 88 (t, J = 5. 9. Hz, 2H), 3. 20-3. 30 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H), 6. 16 (s, 1H), 6. 2 
3 (d, J= 5. 4Hz, 1H), 6. 88 (s, 1H), 7. 35 (s, 1H), 
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J = 5. 1Hz, 
1 H) 
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mmm 1 7 6 : N-r4 - g 6 h^->- 7 -r 3 - (4-^fj[/^7y;) 

ya^y]-4-^/'J;H -2, 5 -^^^^^^-^l-N' -y 

Mm (N- {4-[ (7-kKD + y-6-/h + y-4-^;ij;W 
-2, 5 - N ' -7°P t:;i/^l/T, 80m g) ,m^^U^ 
A (l38mg), 1, 3 -iffu^yuny (0.10ml) ^N.N-v^^tf^A 

75 f dmi) \zmmismuT'i8mfcm&vrzo Km^mzi^m^., 

□ ^A-T'D/V-^ (3/1) TtttiiL/ro til^»gSth'J^T 
$£«&U iETil!l&§5lTI#bnHI$& < X-5^;i/T^^L, (N 
- (4- {[7- O-^Dt^D^y) -6-^h^y-4- + /'JJ^ 
->} -2, 5 -i/T^l^x-;!/) — N ' -7'Dtf;|/^y7) <H#fc„ 
jer^D^A (l38mg)> 1 -^^;l/t 0 ^^>?> (0.055ml) ^N,N-^^^^ 
*;PA75 H (lm 1 ) }C?g^L^Tl8fffffl«#L;to S^^^^fln;^ 
?uu*)Vl±-7°un; -)l (3/1) Tttmu/to W*K«£«SzMiS&± h U ^ 

{b-&#)^33mg, «3l%TWc. 

'H-NMR (CDCb, 4 0 0MHz) : <5 0 . 91 (t, J = 7. 6Hz, 3H), 
1. 50-1. 58 (m, 2H), 2. 07-2. 20 (m, 2h), 2. 12 (s, 
3H), 2. 23 (s, 3H), 2. 28 (s, 3H), 2. 33-2. 70 (m, 
10 H), 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s, 
3H), 4. 24 (t, J = 6. 6Hz, 2H), 4. 64-4. 76 (m, 1H), 
5. 9 5 - 6. 0 5 (m, 1H), 6. 27 (d, J = 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 39-7. 43 (m, 2H), 7. 54 (s, 1H), 8. 
4 2 (d, J = 5. 1 H z , 1 H) 

nmfrffim (es i -ms, m/ Z ) : 5 3 6 (m + + d 

17 7 : N- (2, 4-y'7MD7i^) -N' -f4 - ({ 6 h 
^y-7-[2- (1H-1, 2, 3 - h'JTV"-;P- 1 -<;P) X h^->l-4 
-^7U;H ^^^) -2, 5-y/^7x-JH^l/7 

(N — (2, 4 -v^l^n^i-;!/) — N ' - {4-[ (7-tFo + 
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y-6-/h + y-4- + ;'JJW ^->]-2, 5-S?^?;P7i-;H #U 
T> 93mg) .j^K^U^A (l38mg), 2- (1H-1, 2, 3-hUTV— 

;i/-i--r;u) x^;p 4 1 -^>if >x;i/7^-^— h (52m g ) * 

N,N-y/f^A7$H (lm 1 ) f~?£#p LSO'CT 5 B$Mi!!#Lfc. SJfc^ 

&mz7k&imZ-. 7po^a-7°d/v-;1/ (3/1) Tttffib7c 0 &mm& 

;PA/^^y-;i/TJRWTSHPLCtCj:0«f«L/, *«0^<»*33mg, JR* 
30%Tf#7Co 

'H-NMR (CDCh, 4 0 0MHz): 52. 10 (s, 3H), 2. 19 (s , 
3H), 4. 01 (s, 3H), 4. 51 (t, J=4. 9Hz, 2H), 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J = 
5. 1Hz, 1H), 6. 7 5 - 6. 8 8 (m. 2H), 6. 90 (s, 1H), 7. 
36 (s, 1H), 7. 58 (s, 1H), 7. 60 (s, 1H), 7. 73 (s, 
1 H) , 7 . 9 9 ( s , 1 H) , 8 . 0 8 ( d d , J = 9 . 3 Hz, 15. 1 Hz, 1 
H), 8. 4 1 (d, J = 5. 1Hz, 1H) 

^MffiJ 178 :N' - (2-^PD-4 - {f6-^h^->-7 - (2 - ^Jlfr 
U/Xh^» -4-^t'/'Jz;Wy| -N, NLii£2i£2k$ 

kZ. 

WM (N' - {2-^70P-4-[ (7-th'0 + y-6-/h + y-4- + 
t7'J-;W ^'>]7iZJW -N, N-5?yWl/7, 80mg) U 
(138m g), l,2-y7D : El^> (0.085m 1 ) SN,N-^^5=-;i/sf?;UA 
75H (lm 1 ) KJg#UMTl8l$|HJft#L;fc. KJiM"&4&»c:7k£j!ni;^ 
P^;i/A-yp/W-;U (3/1) -CfflttiL/fc. WttM HJ£ AT 

- (4- {[7- (2-7'Dtlh + y) -6-^h^y-4-+t7'J-^]t 
+ -2-^DD7iZJW -N, N-*J*^)VVVT) *|8J#, ^ 

WttiVVA (I38mg), ^&;i/^U> (0.043ml) ^N,N-y7fMM7 5 H (l 
ml) I:^IS?S1?- SfeflR#L£:. SlSS'&tttCTKSJPA, ynn*M-7° 
PAV-;P (3/1) TffcfcHLfc. ^«*£&7K«8»^MJtfATft«U Mffi 
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T i§ m £ ®£ L T ?# e> ft & 9 $ * 9 P □ * ; I A / ;* ^ J — ) V T Jg IS T -5 HP LC ( c 

'H-NMR (CDCh, 4 0 OMHz) :<52. 58-2. 66 (m, 4H), 2. 
90-2. 98 (m, 2H), 3. 08 (s, 6h), 3. 70-3. 79 (m, 
4H), 4. 02 (s, 3H), 4. 2 9 -4. 3 7 (m, 2H), 6. 97 (s, 
1H), 7. 15 (dd, 5 = 2. 7Hz, 9. OHz, 1H), 7. 24-7. 
26 (m, 1H), 7. 29 (s, 1H), 7. 49 (s, 1H), 8. 36 (d, 
J = 9. 3Hz, 1H), 8. 6 0 (s, 1 H) 
H*##rM (ES I -MS, m/z) : 5 0 2 (M + + 1) 

179 :N' - (2-^DD-4- {f6-^h^>-7- (4 
'J/7>^y) -4-*j-VV-Mttis} y^njl) -n, N-^*^;Ufr 
UT 

(N ' - {2-^PP-4-[ (7-tFD + y-6-^h + y-4- + 
t7'J-;W ^->]7i-JW — N, N-^^;WU7, 80mg) ,M*'J 
^A (138m g), l,4-y7'D : E7^> (0.12ml) SN,N-^^MM7 

dmi) izmm^^x'i8mmmwLfz 0 Kfom&mzTk&mz., zuu 

^A-7°d/\V-^ (3/1) Tfl&mLfc. ^T««*^7K«ftK^hU^AT<6 
«U «JEET^»^S*LT»e>ft^3S$&X—5 : -;i/T?iSti*L, (N* - 

(4- {[7- (4-7nt7h+;» -6-/^ + ^-4-^1/^-;^ 
^} - 2-7nn7x"JW -N, £f#fco *IBJ#, 

#U^A (I38mg). ; E;i/^U> (0.043ml) ^N,N-y^?MM75 h* (l 
ml) HfeflMfcLjfc. S^^fZlTKSrSP^., 70D*M-7' 

uny-)V (3/1) TfflfcHLfc. fil^*7j<6Sit h U MJ3E 
TH&«£®55 LT» £ft)fcS£ £ 7PD tf^A/^ ^ y -^TJg^f-SHPLC^ 
iOtSL, *®»-fb-&#/^47mg. iK^44%Tf#7c 0 

'H-NMR (CDC1 3,400MHz): 5 1. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H), 2. 3 9 - 2. 5 0 (m, 4H), 3. 67 (s, 
6H), 3. 64-3. 75 (m, 4H), 4. 02 (s, 3H), 4. 21 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd, J = 2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s, 1H), 7. 28 (s, 1H), 7. 2 

9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1 H), 8. 36 (d, J = 9. 
3Hz, 1H), 8. 5 9 (s, 1 H) 

MMM 180: NT - (2-^PD-4- - (4 - h°'J 

z_ 

mn (N* - {2-^DD-4-[ (7-th*D^y-6-/h + ->-4- + 
^-yj ^^yy^-)V\ — N, N-'^f;^l/7, 50mg) ,K86*»J 
■^A (138m g), 4-^nD^^;HfU>?>4gK*S (49mg) £N,N->>*3\>U 
*;UA75 K (lm 1 ) K»#L£fflTl8l$|BJ«#L&. KJtSjg^»C7K*inA, 
^nn^M-7"n/\7-^ (3/1) "CfflfflLfc. #«Ji*M*«EB6± h U 
A«L, WffiTJSIKSeSLTfcSfrlfcSS £^ □ pjJuI/A/ ^ ^ y 

'H-NMR (CDCh, 400 MHz): <53. 07 ( s , 6 H) , 4. 07 (s, 
3H), 5. 32 (s, 2H), 6. 97 (s, 1H), 7. 15 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 26 (s, 1H), 7. 29 (d, 1 = 2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1H), 7. 55 (s, 1H), 8. 
37 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1 H), 8. 63 (d, J = 
6 . 1 H z , 1 H) 

fi^tl (E S I - MS, m/z):4 8 0 (M + + 1 ) 

mmm isi : 2 - U4 - o-^pp-4- (r (2j^jiTAZ2 

WM (N ' - {2-^7DO-4-[ (7-hh'P + y-6-^h + y-4- + 
t7'J=;W ^->]7i-JH -N, N-^^«7l/7, 50mg) U 
^7 A (l38mgh (49mg) ^N,N-y^fMM75 h' (l 

ml) fcJg*LM-ei8l$Ktt#Ljfc. R^S-&»t37K«:in>L. ^no^A- 
yp/W-;P (3/1) TifttULfc. ^«JiS:M7KaEK±hU^A^I6»L, M 



WO 00/43366 



PCT/JPOO/00255 



- 160 - 

'H-NMR (CDCb, 400 MHz): 53. 07 (s , 6H), 3. 82 (s, 
3H), 4. 06 (s, 3H), 4. 87 (s, 2H), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 18 (s, 1H), 7. 
29 (d, J=2. 7Hz, 1H), 7. 54 (s, 1H), 8. 36 (d, J = 
9. 0Hz, 1H), 8. 60 (s, 1H) 

mmmi 82 :N' -r2-^DD-4- ({6-^h^^>-7 - f 3 - (4-* 

mn (N ' - {2-^DD-4-[ (7-tFD + y-6-^h^y-4- + 
tyj-iW t^y]7i-JH — N, 400mg) ,m®?# 

U^A (966mg), l,3-^Dt^n/t> (0.51ml) £N,N - -^^l/^l/ 
(5ml) £»#L£fflTl8P#raiI#L;fc. S^S-&4*»CtK*JPA, * 
on*M-7°DAV-^ (3/1) TiHiLfc. W»JP*^7KflfE»^-hU^A 
Tlfc&U MJETJSjKSreSbTftSnfca^Sx—^Tifc^L/, (N 
' - (4- {[7- (3-7*Dt^D^y) - 6 - / h + WiJ" 
)V\**rz/} - 2-^DD7x^) — N, N->?^Wl/7) £398mg, JR 
^78%Tt#/to "fP^m (51mg), J^^'JOA (l38mg) , l-^^Hf^^v 5 
> (0.055ml) &N,N-y/fMJ^7 5F (lm 1 ) fC^«?L^M"ei8B#K 
H#L/c. SJ^^fC/K^DX., ^□P^A-7°0/\V-^ (3/1) T«J 

»*&X— 5=-;i/TiJfei*L, ^ffi<Dffc"&#/£46mg, iK^85% Tt#7c 0 
'H-NMR (CDCh, 400MHz):<52. 06-2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 30-2. 60 (m, 10 H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t, J = 6. 8Hz, 2H), 6. 96 (s, 1H), 
7. 15 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 29 (d, J = 2. 
7Hz, 1H), 7. 30 (s, 1H), 7. 48 (s, 1 H) , 8. 36 (d, 
J = 9. 0Hz, 1H), 8. 5 9 (s, 1 H) 
K&fttirm (ESI-MS, m/z): 5 2 9 (M + + 1) 
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83 : N' - {2-^DD-4-f (7 - {3~r (2-h FD^yXj 1 

JM^ (N' - {2-2UU- 4-[ (7-tKD + y-6-^h + y-4- + 
tyj^W — N, N-^^^;i/^l/7, 400mg) 

U^A (966m gh U-y^D^yn/O (0.51m 1 ) £N,N - -J^^-)V^)V 
AX5 K (5ml) tc^#LgiSTi8l$ra»#L;to EJM£-*»fc7k*jbD;SL, * 

pn*M-^D/v-;p (3/D -cmmistco tii^i«thu^i. 

' - (4- {[7- (3 -y a^y'u^^riy) - 6 - ^ h + y-4 - WJ^ 
;U]^->} - 2-^DP7xZ^) — N, N-i?^f^l/7) £398mg, JR 
^78%T#^o t»W# (51mg), ^gtfj'J^A (l38mg). 2- 
X^/-;l/ (0.040ml) ^N,N-y7fMM75F (lm 1 ) fcj&BL&ia 

Ti80#r^it^L7to sj&ss^-wczKSin*., ^nD/jxM-yD/v-^ (3/ 

'H-NMR (CDCh, 4 0 0 MH z) : 52. 0 1-2. 11 (m, 2 H), 2 . 
25 (s, 3H), 2. 52 (t, J = 5. 1Hz, 2H), 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J = 5. 1Hz, 2 
H), 3. 98 (s, 3H), 4. 23 (t, J = 6. 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, 3 = 2. 7Hz, 9. 3Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s, 1H), 7. 44 (s, 1H), 8. 3 
1 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
MMfttirM (ES I -MS, m/z) : 5 0 4 (M + + 1) 

fgMffij 184 : N - (2-^DD-4-|[6-^h^y-7 - ( 3 - fcf ^ U ^ 7 
•7°D^^>-) - 4 -^j-y'U XJU3 ^~>} 7x-JI/) — N ' -^^JlOUT 

N-{2-70D-4-[(7-tFD + y-6-^h + y- 4-+t , /'Jz;W 
^-^->] 7i"Jl/} — N ' -^Wl/T (2. Og) £N, N-v^^l'tfUP 
A75h* (5 0ml) t»iU h U 7iZM77^ > (2 . 8g), t^'Jy 
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yy"unj-)V (0. 9g), yl^y^JH+y^-h (1. 9g) &m 

ioL^co 2 mm^x-mm^ hU7xzj^7^> (2. 8g), tr^uvv 
yun;-)i (o. 6g), ^x^;i/TV^i7;i/^^x^- h (1. 9g) &mzs 

^DD^VA/^^y-Jl/ (2 0/1) TJgWT^^U^^^DT h^^7^ 

-\z<kVmML. il©ffc^^6 5 0mg, iK$2 5%T#fco 

'H-NMR (DMSO-de, 400 MHz): 5 1. 37-1. 43 (m, 2H), 

1. 4 3 - 1. 5 3 (m, 4H), 1. 9 6 - 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d, J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t, J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 
nW^nm. (E S I -MS, m/z ) : 5 0 0 (M + + 1 ) 

mmmi 8 5 : n- (2-zuu- a- {[6-^ h^->-7- (3-fcf^'js^y 

N-(2-^nn-4-[(7-bh'D^y-6-/ h^>- 4 -^^-V'U-;P) 

:t^~>] — n ' -x^;i/^i/y (2. 7 g) £N, N->^^-;i/*;y 

(3 0ml) t»*U h'J7iZJ^7^>(3. 6g), tf^Uv 
yyp/NV-;i/ (l. 2g), ylW^M+y^-h (2. 4g) £s55 
JnLfc„ 2 Btr^^^T'm^^, h'j7x-^77-f> (3. 6g), fcf^U>V 
yp/\V-;i/ (0. 8g), ylW/y^^+yy-h (1. 9 g) £W 

?unjrs)V<L/*5> (2 0/1) TSnt § y U * n y h ^'7 7 ^ 

-tckDffiglU ^ffl(D{b^^l. 5g, »4 2%Tf#7c<> 
'H-NMR (DMSO-d B , 400 MHz): 5 1. 08 (t, J = 7. 0Hz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7 - 1. 5 3 (m, 4H), 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6 . 3Hz, 2H), 
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6. 96 (t. J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, J = 2. 7Hz, 1H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J = 9. 3Hz, 
1 H), 8. 5 5 (s , 1 H) 

K«»tff« (E S I -MS, m/z ) : 5 1 4 (M + + 1 ) 

glMffl 186 : N- (2-^cm-4 - {[6-^h^->-7 - (4 - bf'J >£2h* 
-4-^yjJl/] ^^->} ^x~;i/) — N ' - (2, 4-y7MD7 

N- {2-&UU-4- [(7 - h Ko + y- 6 - / h^y- 4 - + y U ;W Or 
3^>] 7xZJH — N ' - (2, 4-y'7MD7x-JW £ UT (5 5mg), 
mmxyyi* (62mg), 4- (^DO^fJW tfU> ? >^^ (2 2mg) £ 
N, N-y7fMM75 H (1ml) f:?^»L8 OtlrlPfrWLfc. M 

n*;kkTft&fflL£. til^i7KSIith'J l 7Al!^L, «ffiT?S«E*«=S 

'H-NMR (DM SO, 4 0 0MHz) : 3. 98 (s, 3H), 5. 41 (s, 
2H), 6. 56 (d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 1H), 
7. 2 5 - 7. 3 7 (m, 2H), 7. 47 (s, 1 H), 7. 4 9 - 7. 5 2 (m, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m, 1H), 8. 24 (d, 
J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 60-8. 
63 (m, 1H), 8. 81-8. 83 (m, 1H), 9. 30-9. 31 (m, 
1H) 

nmftmm (es r -ms, m/z) 5 6 3 (m + + d 
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